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Additional INPI reactions and pre-1907 documents added 
to CAS databases 


NEWS 


17 


Dec 


24 


IFIPAT/IFIUDB/IFICDB reloaded with new data and search 
fields 


NEWS 


18 


Dec 


24 


AB I -INFORM now available on STN 


NEWS 


19 


Jan 


21 


WPIX price is revised 



o 
o 



NEWS HOURS 

NEWS WORLDCOM 

NEWS INTER 

NEWS EXPRESS 

NEWS WWW 



STN operating Hours 

STN High Speed Accsess via Worldcom 
INTERNET ACCSESS to STNT (STN -Tokyo) 
STN Express 6.0 with Discover! 
(Windows, Macintosh) Now available! 
STN Tokyo World Wide Web Si tee 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

FILE 'HOME* ENTERED AT 18:56:46 ON 29 JAN 2004 



CO 

8JLJ 



=> file cap 

COST IN JAPANESE YEN 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
29 



TOTAL 
SESSION 
29 



FILE 'CAPLUS' ENTERED AT 18:56:57 ON 29 JAN 2004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 AMERICAN CHEMICAL SOCIETY (ACS) 



1 



m Pogu Blank (uspfoj 



STN Tokyo 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 29 Jan 2004 VOL 140 ISS 5 
FILE LAST UPDATED: 28 Jan 2004 (2 004012 8/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> s jp0610056l/pn or jp0710875/pn 

2 JP06100561/PN 

0 JP0710875/PN 
LI 2 JP06100561/PN OR JP0710875/PN 

=> s jp0610056l/pn or jp07010875/pn 

2 JP06100561/PN 

2 JP07010875/PN 
L2 4 JP06100561/PN OR JP0701 0875/PN 

=> d abs,bib 1-4 

L2 ANSWER 1 OF 4 CAPLUS COPYRIGHT 2004 ACS on STN 

Full Text 

GI 



AB 1, 8-Naphthyridine derivs. (I; Rl= H, alkyl, or alkenyl group; R2= H, 
substituted or unsubstituted alkyl group; R3, R4, R5 with similar or 
different substitution with H, substituted or unsubstituted alkyl group) 
are selective phosphodiesterase IV inhibitors. I are useful for treatment 
of asthma, thrombosis, depression, cerebrovascular dementia, Alzheimer's 
disease, inflammation, obesity, and other cardiovascular diseases. 

AN 1995 : 518899 CAPLUS 

DN 122:256431 

TI Selective phosphodiesterase IV inhibitors for treatment of asthma, 

thrombosis, depression, cerebrovascular dementia, Alzheimer's disease, 
inflammation, obesity, and other cardiovascular diseases 

IN Matsura, Akihiro; Ashizawa, Naoki ; Shimizu, Chikako; Unnaka, Yasuhiro; 
Hase , Takemasa 

PA Green Cross Corp , Japan 

SO Jpn. Kokai Tokkyo Koho, 9 pp. 
CODEN: JKXXAF 

DT Patent 

LA Japanese 

FAN.CNT 1 
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The title compds . I [Y = N, CR7 ; A = R8NN : , etc.; dotted line indicates 
the presence of two double bonds; Rl = alkyl, phenylalkyl, etc.; R2 , R3 = 
H, alkyl, alkylthio, etc.; R4 = H, OH, etc.; R7 = H, alkyl; R8 = H, alkyl, 
etc.], useful as immunomodulators (no data), inflammation inhibitors (no 
data), etc., are prepd. 113 Compds. I (NMR data given) were prepd. 
Naphthyridine deriv. II was prepd. in several steps from Me 
2-chloronicot inate . 
1994 : 534111 CAPLUS 
121:134111 

Preparation of pyrazolonaphthyridine derivatives and analogs as 
i mmunomodul at or s 

Hashimoto, Kinji; Shibuya, Naomasa; Inoe, Makoto; Tomoyasu, Takahiro; 
Kuwabara, Toshiko; Sugimoto, Yukio; Kamisako, Takuji 
Otsuka Pharma Co Ltd, Japan 
Jpn. Kokai Tokkyo Koho, 53 pp. 
COD EN : JKXXAF 
Patent 
Japanese 
CNT 1 
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AB Sialic^aqid-contg. lactose, useful as a material for foods, drugs, and 

feeds, is pr^gd. by ultrafiltration or heating of sialic acids-contg. whey 
or skim milk ancT^reatment of the resulting permeate or deproteinated liq. 
with elec. dialyzers an4^or cation exchange resins and strongly-basic 
anion exchange resins f orctesalting, followed by concn. , optional seeding, 
and drying-pulverization. Whey^f^om rennet casein was 
the permeate was adjusted to pH 6.47^ke^t at 70° for 5 
centrifuged to reremove Ca3(P04)2, then ac^rusted to PH 
was coned, to solid content 2 5%, passed throu^a^elec . 
65% ash content, and then successively treated with 

resin (Duolite C 20) and a strongly-basic anion exchange^tasin (Amber lite 
IRA 410) at 20° to remove 9 5% ash content. The resulting eluat 
was coned., seeded with lactose , and then spray-dried to give 
contg. lactose 92.7 g, H20 5.0 g, ash content 0.3 g, and sialic acids 70 



ultraf iltrated and 
min, 
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dialyzer to remove 
Ration exchange 



lact^ 




(19)B#S4S1W CJ P) (12) & gf) If & ^ (A) (ll)#B*aiSl4iP)l#^ 

^IHFP6- 100561 

(43)&MB 6^(1994) 4 J312B 



(51)IntCL B 

C 0 7 D 471/14 

495/14 
// A 6 1 K 31/435 


1 0 1 8829-4C 
I 0 2 8829 -4 C 
D 9165— 4C 

AAG 

AAH 9360-4C 

1 


F I 

HE** *8t# 


fif*3IcDgc 1 (± 53 H) < 


(21)tiig|#^ 


WBFF5-171782 


(71)fcglA 


000149435 










f nn"\ tit KS n 

(22JtBI|gB 


^TW. 5 ^pU993J 7 >3 12 B 




Sze^3rw 115 






(72)&HJ^ 


*# life 


(31)«ftfefc4i«-*t 


#IB¥4-185310 






(32)®ftB 


^4(1992) 7^138 




8 




B* (J P) 


(72)§glH^ 


BJE& 








O) 1 






(72)j%HJ# 
















(74)«;SA 


-3 











(54) ^-7^v^>atftry Ke^vww* 



(57) 



(HUE*) 




N N O 
I 



(S*Y(iN^CR 7 ^rfAlJl-NR 8 -N=, - 

s-cr° =. — n r 1 0 -CR 1 1 iWtmzzim. 

S, 7x^;1/7^jH ; R 2 , R s 

4 «H. OH, r;^/^^+t/Sf ; R 7 r 
ji/+ji/S ; r 8 ttH. (^o) r;i/*ii/S. (^p) y 

x^Jl/Sag; R 8 «H. -COOR 1 2 (R 1 2 »H. 
r^+iU) ; R 1 0 tateST-rt^^S ; R 1 1 B-CO 
OR 1 a (R 1 8 ttH. Til/*-rt/K) -C**D rasti 
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"To R J MR 5 ttH-X»»tto-r*3Rfll^ 0B»r 

D*2/^», (Sar^n+^SXUINR 5 R 6 (K* 
R s SO'R 5 ttR|-XttRftoT*tl*n*3(aiT- % IS 20 

T * ;U x ^ frrtfcTFiB R 8 iitea 

LT^L/>i^Mtsi^^) ^-r. = Y-W 

= N-X«1=CR 7 - <R ? «**JK-T-Xttflfi»T^ 
AteS-NR'' -N = (R s 

->S£irr&c <L(D*^^ ^^jus^f^(*±i2R 30 

-f> . I-S-CR S = (R 9 t*7mm+* ilfotflrt' 

^mxui&mr Ji/ =i + ^> # £^ir > x - 

NR l0 -CR n - ( R 10 fcM^r ^*rt*«\ R ll W:# 
JU*^ ^ Jl/SXttffi«T A> n * > # Jbtf ~ Jim&frs-r ) 

{SU R 1 ? * -Jl/Sr. Ad^S-NR* -N = 
rioY^=CH-©l^ R 4 «tK«M^RO'T 5 -/ 

t"i; Ftr^vBHM*. 4 o 

[0 00 1 ] 
[0 00 2] 
[0 00 3] 



^BB¥6- 1 00 56 1 

2 

[0004] 

[BBH*JW«^43rc«>a>*IR] *»HK:J:hlt TIB— 
( 1 ) r^n^t^f'J^yMb'^ Ft7^> 

[0 00 5] 
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[0 00 6] CjW* r 1 wifittr7U*;v», 
tFo+^n. *)v#*is)i,m* i&mrji^^tytfjv 
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bFn*$/Jl/S, ffi&T^+^SXfrSSNR 5 R 
6 (5frt>R 5 RtfR* »H— X»Rftor*ft*ft*3R 
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= Y-«=N-X(iI=CR, - <R ? tt*3RUl-?-X« 
ffi&7Jl/*Jbg-C£>&) SttjcT. Alil-NR 8 -N = 

(R 8 tt*XiFCT. fi*sr;i/^^S, 7>py>K»(g« 
T^^S, t Fp^MSMT^^S. 7x^.;l/« 
77l>*^SXW:S&«<*: L -C7X p y >®T^ U < 
T)l a ^ ^I^^T ^> C £ CD& ^ 7 2c ^;H^T« 
CJ±I2R S X(-3:R 5 itS^Ur tr^U>S£J&£-r£S 
^tthT) , I-S-CR 9 = (R 5 ttTKIRIS^, 

i-NR 10 -CR n = (R l0 (i®ST7^7l,S4, R 11 

T) £^r o * feBWttniiS^J&s 2 C i * 

tkTo fBL, R 1 ^7x^.;Hr 4 Asd^i-NR 9 -N 
= rfioY^=CH-Oti^ R 4 wgi^Ro'rs 

JJB-MS; ( i ) (tcte^xjfkztiz&mtu-az. m& 

[0 00 7] BP*3, fi&7WJHiUr(t 

[0008] 7^py>g}^^|£.sr7^*7^S^ urti, w 

ittfhU >»Jb^P^^;k 2. 2, 2-F»;^;U^px 
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^;k 3, 3, 3 - b VyfrtwJv bVk ^OZyjl 
itPx^jk ^y'^y j^uy'u b\>k sj-yjita7 

cooo9] m&T>\sJ7sjjm±Lxtt* x wttfr-k 

ypt't^k ^l^k bv*p>( 
;k -M^^-Ok ^'^^ua^tfi^r^s. 

[0 0 1 0] y^^^imTJV^JlStLXit. fljLK 
•^>:^;k l -7i^;lx^;K 2-7x^x^1// 
3-:7x-;U:/pbMk 4-7*^^^ 4 5-7x 10 

cooi i] mcr>i>^*^mt L~c{£ % &mt* v * 

[0012] (g^T^n + >/^jl,^\r.;l,Si « 

[0013] zsTsmRTJteJrzsJjfryF-JimtLX 
+ ^#;l<;K~;k sy'V^isiDltf-fr^ 4 

[0014] ^ay>il^c«. #WBH\ ft^M^. 

[0015] {S^r^+^^^Si irw k * 

[0016] fi»7^* / -f <b Lttt, tf'R 

^urni/^^ bv^p-okt^s/, ^**>'^iv** 

[ooi7] m&T)i*>\,x)i>*^jimt urit m 
tf^^jl/XJl/*— ;k x?-jl/X;b/^~Jk ^'Pb'jux;b 
*h~;k ^>^^ux;l/^^b, 40 

[0 0 18] b b'v*Zsi&WLT)l<*)l>m£UX^ PJx. 
(^tFP + ^^l/ k l-tFP^>x^k 1-tF 
a+S^atMk l-bKa+^^Jk 1-fcKa* 
5/**>*Jk l-tKD^^^HWgr^ 

So 

[0 0 19] isaaiLr^ay>m^feL<tt«Hr 
i^^^S^t^c i(D^^7 x-jbSi ltd, y 
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x-;HoteWia4 - 7;^P7 x-;k 3-yM 

ta^x^k 2 -7Jl/^P7x ~Jl % 4-^OP7i 

~;k 3-^pp^x-jI/, 2-^PP7x-Jk 4- 

7'P^7xX. / lk 4-3-F7x^k 2-^h+^>^ 
x.=-;k 3-^F^7xx;k 4-^h+'>7x^ 
;k 4-xK^>7x^k 4 -^a^i/7iXik 
4-:7>*i/:7x-Jk 4 -^>^;**->:7x~;k 
4 -'N.+i'JloJ'+J/? x^;Ug^£H^-c££ 0 
[0020] IMi l/t©S7;l/a + noy> 
■fcWr****. Apy>i^ t-Fo 

9 iStf tiZm<D 1 - 2 ffl*Wr & C <t CD& £ y x -;vg 
{6^r;u:a *2/S**tr 4 c <t co&s 7 x - jimcm*. 

t, 3. 5 ->^PP:7x~;k 2. 4-i^^PP7x 

^Jk 2 - b FaJrzsy 3-bFP^>7xx 
Jk 4-tFP^>7xx;k 2 -^T^? x~;k 3 
-i/7/7xx;k 4 -*>7 x~;k 2-#>>U*K* 
->^x^jU, 3 -*7JUtf^>:7x^k 4-^1/^^ 
?x~;k 2 h*V;*7;W<~Jl/:7x— ;k 3-^h 
*^t})l>tf~)l>y 4 h + ^^^l/^ji/^ 

^k 3-xhir^^x^7xx;k 3-:/P#* 
^#;l^~jl>:7 *~Jk 3 h^>^^7xx 
;k 3 -^>^;P^+->^;U4<^;P^ x^;i/ v 3-^* 

i/jb^:y#;U#^Jb:7x^;k 4~^T>^h+5>^7 
Jl/^x;l/7xXJk 3-^>7^^h + ^^#x;V7x 
-;k 2 -5/7 b+*/#;i/;i<— Ji/:?x-;k 3- 
(2-i/7^xF^i/W^) 7x^k 3- (3 
-s/T/'^a^+^^7;l/^;i/) ?x~;k 3-^pp 
-A- J Y^risy x~;k 3-^PP-4-t FP^^ 
^x.x.;U, 3 -^P^r-4 -b FP + i/7xx;k 3 - 
^PD-4-xh + >>7x-Jk 3, 4-^^h^>7 
x^-;k 3, 4. 5 - b b^riyy 4->^P 
*-2-i/7^7xx;l/, 3, 4-^tFP^>7xx 
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(R ,e (i|tjlBi<:l5jDo R ,la »ffi«Til/=i*^*Jl/#^ 

±fBSi£XfM^-2tC^-rJ: i 5^ v ft^5 (2a) WC 
tiiit&W (4) <LSjfc£tt£C<tK:J;^ #2fe9Ht£- 
i(ib) ^T^>ci^rt^ 0 .BKJCtt. Wtti 

x#./-Jk DMF V b"y^>, f:3 y > 

c * 



rHSfe$ft£o fb^S23 (4) acfttWlPJottfflmtt. - 
ttccfb^ft (2 a) cc*tbr-en-eti^i-5^s^g 
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tO 03 0] CSC*. R 1 ", R* . R 3 R&YUmZK. 3£%lk3ti&. *fcRj£3RrtCctt. jfiaSCOSDThyx* 
leJDo -A' =iJS-NR"-N=, S-S-CR"= *7S>. tf'J^>. «8BI*3R^ h V g8K# 'J ■> 
XiJ-NR-'-CR 1 " = (•S^*. R". R". R 20 A^OUft^J^b^ (2 b) ICttLxmi ^5%&m 

±ES(6ieiC-3«:5%^b^ft (2 b) £fb£« 
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"-cr"' = (r-mr 1 " »-e*»-e*imEtciaj 

0) ) 

±IBS)£lfl^;-4{c^-rj: i 5(c. fb-^K) ( l d) im 
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[0 03 4] R*\ R 2 , R J . A 3 SCXY« 

To ] 

±f2J®£xilS;-5tc^T{b^ (id) <OA>\,ft-fr 

^ffittSJKiOrtt, WxBDMF. DMA t fF 
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[Kisxax- 6] 

<C.^- N H R 5C 

+ R6a-X 

s N^O 
I 

Rla 



I 

Rla 

(1 f ) 

jB©SK*ftTCc, 1 -4 8 B«HStt*I^T**;* 
tl. *>< UTfb^BJ (If) *»*Ci3W-C»*. 
[0035] 

HbQ] 





N C 



(6) 



(1 g) 



R2^N' ^N' x O 



Rla 
(1 h) 



R5C 

R6a 



[0 0 3 6] csm^ R 1 



R J 



R 3 , A 3 RC^YB 30* A, th»J9AXhtVF, 



(6) tC<tSBaEtt. ^fiSffi»«*, a*CD??ttTCCtf 
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- (R io WBflgeccis)D) xuomuk?*. <t>\mwcr>\r 

sicxfis;-8(c^-r<t^) cik) vwkammjxi 20 

ffli.>r<b^tj (lk) ^a-r^ciKjrOtf^^n * 
[S(5IS5S;-9] 
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S — rt^ 



R YtT- 
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Rib 
(If) 



ft. *»< b-cfb-^) (11) &WZ>c±&-c&2>. 

[004 1] 

Hbi 2] 



K R i 




R4a 
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Rib 



o 



Clm) 



[0042] C3tt>. R'\ R a , R 3 . R"&VYU 
BUlBiClHjDo ) 

S/EOlgS- 9 tC7fi*?it&& (11') ©IftgeKKJfc 



*v fr< urfb^ft ( 1 m) £f#£t<L#-c££ 0 

[0 04 3] 
[ill 3] 
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6-10056 1 
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[EJKIBSC- 1 1] 
R2 ^ 
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(In) W, -e(D^-r^>R 8c CD^fil!^2fir 
[0 04 5] 
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r YyV- 
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O 0 



(1 p) 

[0 04 6] C3tt, R«\ YR^0ti«?IfitC[5ID a R 
lXtt^ny>If^, a* i«-NR 5J -N= (R Bd 

jus, ^ x-jng«r^*^x»WA*i i/t^py 

S-CH = ^ a 1 t2*MH?. ad^IMST^ 

r. ) 

iKJSJCSXgaS- 1 1 Ct7F-r*t^B3 ( 1 p ) OKr Jl/* so 




OH 



(1 q) 

-^ii^ftUEftfi^r*. Zffaftdtt ( i p) k**^ 
t\, vx^mmt&to ( i q ) 4ssci^ts 
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(8) <t<D&j£&i, TH2h> v ^r^bx^y v 
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(lu) 

tttoh*. ftett (8) avwww©«fla«tt % -en-e 
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«m«c-c©e-r*. it$^BSft^j < i u> *» 
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i^30«Fiaft«orfftttoti. a><u-c{b£« (1 
y) *iR«r*5. 
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[0 05 6] R'\ R a , R J . X v YRV4> 

±fBJ5j£xflS- 1 ecc^-rsiEtt, <b&% da') 

i{t^ (9) <b*. ^Stfi8«*. lMSa)#aTtcS 
*. *b£® (la') <tfbl^ (9) ±<DRjE£f<:*rt,» 



[005 7]^, B9ESJ£Xea- 1 — 3 CCtel vcjSSl 
mt LXm^Zite® (2a)M(2b) ©ft. = Y 
-#*=CR' --C£>£{b^3 (2 a' (2 
b' ) tt, WiUrFEHlfiMSC- 1 7tc^-r*ffiCc<t 

[005 8] 
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R 3 &tm 7 KifflSB 



[0 05 9] 

±IBJ£i£Xfl3;- l 7 cc7sr^kt&«j do) cdi^;uxv 
^ppWA, ^*pp^#>, 1, 2 

*ffl^r{b^«» (l o) *mrsc&KJ:9XJI3ti 
-5. N. N-^iBftWATS K<b Lttt, WLtfN. 
N-5»*Jl/*-rt'AT 5 K ( DM F ) s N. N-^X?- 

ti-eft4b£fe do) tc*f uri - 1 ott«;i«iR, 
»*U<W3--4<iS j e^«SiSflB^4©^J:^ 1> Sttft 
ffiltil -20-1 5 O-CgJgOSLg-C, iMT4- 

[0 06 0] 5«C, f}6tlfc<t§« (2b') (Dib&to 
(11) ^©SftKJCtt, -**>>-Ji>, 

yp^'y-^cD^fig*, #71 -.1 Ofg^MOb F 

sitaffiao— i o o*a jff$u<»2o-5o-c<b 
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[006 1] m>X, <t&%* (11) 
ci*cj:9 % fb£« (2a' ) £f#£c<h#-c££ 0 IS 
StEtt, ^x^x-f^k THF, 

&itv>. **umxtv>m*ii<&m (in «c*tor 

l^lOtt^JldWt^ 0-100'CfUS. W£L<« 
O^SO'Cgflrr* 5ft 1 ~8B$ra. »*L<»Jftl-3 

[ 0 0 6 2 ] ft, iieSJSXfl^- 1 7 ec*$w*H»Mb 
(10)lt Plitf, J. Med. Chem. , 3_ 
J_. 2 1 0 8 ( 1 9 8 8) CCffittCD^CC*C'CKJSr 

[0063] stc. mm&j:m&- k - i ' m- 

2*Cfcl>Tfl^£**{b^» (2 a) * v 
r**{b£tt (2a')B, W)^(iTiaSJ^XfIS- 1 

8 Ksvr *ffitc d: o mm- ^cim^o 
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[0 06 5] [5£*. R'\ R* „ R J » X&Vtltm 

Ricmc. ) 

iSRlCXg^- 1 8 iCffkfit^ (12) i->7/ft 20 
1£ ( 1 3 ) icDKfSti, ^t-&«J*fiR*ttK. jfck^P 

>m^(om^tj:mm^. 50-100 -c*is<Dag 

^#Ttcl~5^ggftnl^l£5-tt. *<D£Mffl&P§ 

[0 06 6] &tC. f#6*i£{b£#J (14)tt, CM 
[bl^ (15) <tSlS$#SCi«Cj:0. itism ( 1 

6) «c^jfe-c#4. m.mc-it. scsx^c-6{C7nb/c 

fb£* (Is) <t{b^& (6) iCSlSiBS^ISlfilCCL 

L/C. SSJfrrSC <h#t-C*£. 30 
[0 06 7] 5fcCC. »6ti5ft^J (16) *2uMt 
Lxmmoit&M (2 a" ) *f»*C±*»"C#4. 
c^HbSJSt*. W*Hh'Jif*75>. N, N-i^ 

?;ur 5 -/ try i>>. h >; ^ 5 >#©j!8BSSi|©?? 

&mi>x . 50 r-ig«©&*sKtt#©sa^#T 
«c. & 3 0 #~ 5 b$ih»ii£«£ 0 rff & ^cim 

[0 06 8] ±f5SJgJt.IfiiCfC^L.)t§XliK*JW€> 40 



[0069] stc, xnwit-smtctiic-gmic'&^m 
^tem£it-&m%ttmfcfc$ it tit**). ®micm 

ftn^^fiSLtfs^tt^b^iL-rii. mixm m 

[0070] MSC. *mHl£Wltp. ffl<k&ZGTZit 

3R^- f •> a. gs»*s# -j ^ j*mv>T)\>t> vsmmm 
mnm^.mmm^m^x * s . 

[007 1 ] Jjn^r. *»9Wk^#IO«L«:B. 

[ 0 0 7 2 ] ft. *ftWit&®(Df*). Tia-lffiS ( 1 

SMis) io-css-rscii^^te-c^f). *3&mz 

[0073] 
Hb2 2] 



-R* 



(13) 1$H¥6- 1 00 56 1 

23 24 
HN— N N — NH 

I I 
Rla Rla 

(la) (10) 



[0 07 4] 

[Htfcffl] feTF. **9i*MK:BU<Sii«'«-*3fc«>. * 
[0 07 5] 

3-7^-1-^^-5 - (n-^'n 
fjU) - 1 H- t7!/P (4, 3-c] CI. 8)*? 
(5H) -*>CD$?® 

(111) 2-^PP^^>g^^34g^x^/ 
^3 0 0ml5C81SU tT;UT 5 > 2 9 s 

✓t, 1 OO'CT l|fta»Lft:. x^^-J^»ES*L/ 
/cf£ v 7jc 1 0 0 in 1 £JjQ£, ^x^Ux-f;l/-Cffl|±5U 
/c ( 1 5 0 m 1 x 3 ) . mWM *JM>T*ifcU fl(E*tt 
iv^S/^rm «IB«NSl>T2- (n-^n 

[0 07 6] 1 H - NMR 

1. 0 1 (3H. t. 3=1. 6) . 1. 55-1. 7 
0 (2H. m). 3. 87 (3H, s ) , 4. 32(2 
H. q, J=7. 3), 6. 49 (1H, dd, J = 
4. 8. 7. 8) . 8. 0 1 ( 1 H. b r s ) . 8. 1 
0 ( 1 H. d. J = 7. 8 ) , 8. 2 8 ( 1 H. d, J 
= 4. 8) (CDC 1 3 ] 

(112) 2- (n-^DWsy) 

*-F3 5ff**ft*St»l 3 0m 1(C»»U, 1 6 0 'C 

0 0ml £JjQ*. 7jrC3[g]?fcjt>Uft:. *«Ul£:«ffigt8 

u jgiiS^vir^y^^^A^ci^h -f- (aim 

» : fffiJx^l/) vnmbX, 2 - (N-7-fe^-N 
-n-^nW^) a*-*- h2 5 

fc. 

[0 07 7 ] 1 H - NMR 

0. 86 (3H, t. J =7. 6), 1. 56 (2H. 
q, J =7. 6) , 2. 08 (3H, s) . 3. 93 
(3H, s) , 4. 37 (2H, t, J = 7. 3) , 
7. 43 (1H, dd, J=4. 8, 7. 6), 8. 3 
3 ( 1 H. d, J = 7. 6), 8. 7 0(1 H. d. J 
= 4. 8) CCDC 1 3 3 

(XI 3 ) XII 2 r{»6 tlfcfb£*i 24g**S/U>3 
5 0ml ecjR|*."Cl 5 0 - C*-CflnfiU #»;^A- t - 
:/h*>K3 1 g^totlWfliLfc, Sl£if£7 
{ft. *10 0ml^»D^ *JB**x>B#««rpH 

4-bFn^-l - (n-^at'Jb) -1. 8-*? 



*'JS/> - 2 ( 1 H) 1 2 ff^ff/c 0 

10 [007 8] 1 H-NMR 

0. 89 (3H, t, J = 7. 4), 1. 55-1. 6 
9 (2H. m), 4. 26 (2H, t. J =7. 4). 
5. 89 (1H, s ) . 7. 28 (1H, dd. J = 
4. 5, 7. 6 ) , 8. 2 3 ( 1 H, d. J = 7. 
6), 8. 64(1 H. d. J =4. 5). 11. 70 
( 1 H, brs) CDMSO- d 6 ) 

(m 4> xs3-cf#e>n/dt^«ji og^^pa^ 

A 1 0 0m ItC&JBU DMF 1 4m 1 £JJ0;LT- 1 0 

■c«c»*pu *^fift';>i 5mi«fiT0/t. -e© 

20 S®S-C2«FPJS}f ECC7 0TTC lWfeStfPLfc. K 
l£»£«!tC7jc5 0m 1 S:llDU^^Dqyii>r»lHl 

( l oom l x3) , s^PP^*>JB4St&T;»ffi« 

UT4-^un-3 - t^Sib- 1 - (n-^pfjl/) 
-1,8 -i~y?Vts>- 2 ( 1 H) 1 1 &4fS 

fc. 

[0079] 1 H - NMR 

1. 03 (3H, t. J =7. 4). 1. 65-1. 9 
0 (2H, m) , 4, 49 (2H, t, J=7. 4) t 

30 7. 3 3 ( 1 H. dd, J=4. 4. 7. 9), 8. 5 

4 (1 H. d. J =7. 9). 8. 74 (1H. d. J 
= 4. 4) . 10. 54 (1H. s) (CDC 1, 3 

(115) XS4T»6tifc*b^«Jl 0 g**ZS-)l 
lOOmltCftJBU bKD^;l/7 5>tt»1110g 

U *ftBUfc»ll*ilB(LT4-^Da- 1 - (n-^ 
Pfcf;U) - 1. 8-^^^«;^>-2 (1 H) 

[0080] 1 H - NMR 
40 0. 9 3 (3H. t. J=7. 4). 1. 57-1. 7 

5 (2H, m) . 4. 34 (2H. t, J = 7. 7) . 

7. 47 ( 1H, d d, J =4. 7, 8. 2) . 8. 2 
4 (1 H. s) . 8. 43 (1 H. d, J =8. 2) . 

8. 74 (1H, d, J =4. 7) . 11. 92(1 
H. s) CDMSO-d, ) 

(116) XH5r»6*ifc{bd«3. 0s£THF5 
0mlCC*»U **f«tit"J>5. Og^O'CriT 
Lfc. lit 1 B$R8JH# LfcfJL 7K 1 0 0 m 1 ^rftP*., 

*fHiufcfeftft»BHur4-^cip-3-^r-/ - i - 

50 (n-^QW -1, 8-^?^'J^>-2 (1H) 



(14) 

25 

-*>2. 3g^#/c 9 
[0 08 1 ] 1 H -NMR 

1.0 1 (3H, t, J =7. 5) , 1. 69-1. 8 
5 (2H. m). 4. 49 (2H. t. J =7. 8). 
7. 40 ( 1H. d d, J =4. 6, 8. 6) , 8. 3 
8 (1H, d, J = 8. 6). 8. 80(1 H, d. J 
= 4. 6 ) CCDC 1 3 ) 

(IB7) JMGVWhtltcit&Wl. 4g^^- 
0m 1 COBSU y^l/bF7^>0. 8s£^S 
-CiBTL/fc. m&VZOftmiHftL* MCC6 0°C-C1 0 10 

#gn$u*: e 7jc5 o m i t&m*m+ h U 

[0 08 2] 

[^*feCT2-7 ] XJtfll cblsj^ccor, *«9BflE>S^ 
[008 3] 

[**te^l8] --rf*A>-5- 
(n-yot^) -lH-t77D (4, 3-c] 
CI. 8D ^^^'J^>-4 (5H) ~*l/<DWm 20 
WS«lT»6tiWt^*0, 8 0fftfe*Mft2 0m 

[0 08 4 ] 

[WW9-1 3] 2SWW8<fcra*KcLT, **WOft 
[0 08 5 ] 

3- (N-r-b^;u-N-^^;ur 5 

>0 - 1 -X*J1/- 5 - (n-7'DfW - 1 H - tfr? 30 
l/D (4. 3-c) [1. 8]^7^V^>-4(5 
H) -^>C0|S5t 

*J60!l9-Cf#6nWb^E52. 6g*DMF40mltC 



#P3¥6 - 1 00 56 1 
26 

aSBS-tt-. 6 0%*Mt F 'J -)A3 8 0 mg4MT 

Kan*. *»T"C3 0»ajfLfc. &«c, avitsr^ 

1. 4g £tot. SfiT 1 . 5 B$HJ«l$Urt:. sitss^- 

A«l, iMlUfc. ««**»^^^-n — 
>-cwS*i/ri(Wfc6« i - 8 g*mtc 0 

[008 6] 

immm 1 5 3 ^mot 1 4 tmmicbx. *9tm<oite 

[008 7] 

[^1 6] 1 -X=M,-3 -N-yf;l/T5 5 
- (n-ypf;l/) -lH-t7!/P (4, 3 - c) 

(1, 8) *:7*"JJ»-4 (5H) -*>(D«j6 
XttMl 4rW6*ift:fl:£«n . 5 gr£x£y-jU2 0 
m 1 CCfl&JBU f££®2 Om 1 ^tet 1 0 O'Ctl B$ 

[008 8] 

[3«tt« i 7 ] mmm 1 6 <bra««:LT\ ^imbcx^ 

[0089] 

[%tfcm 8-2 1 ] mt&mitmmitLx. *mxo 
[0090] &L±<D&mmmt:&htiMteto&&*K 

h<omn. ( a H-NMRRC*bft <mp. *C) ) £TfB 
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d-Cj H T 
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H 


CH 3 


J = 7. 7Hz) . 4. 86 










(2H. brs), 7. 2 0 
(IH, dd. J=4. 6. 
7. 9Hz) . 8. 24 CIH, 

J = 7. 9Hz) t 8. 5 8 
(IH. d. J=4. 6Hz) 
[CDC 1 3 ] 


2 1 3 












0. 9 1 (3H, t. J = 7. 4 














Hz) . 1. 3 7 (3H. t. 














J=7. 1Hz) . 1. 55- 














1.7 2 (2H. m) , 4. 34 














(2H. q. J = 7. 5Hz) , 














4. 44 (2H f q. J =7. 1 


1 97 


2 




H 
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C l H 5 


Hz), 5. 5 6 (2H, brs). 










7. 36 (IH, d d. J - 

4. 6. 8. 1Hz). 8. 46 
(1H. d, J = 8. IH z) . 

8. 61 (IH, d. J=4. 6 
Hz) 

CDMSO-d 6 ) 
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7. 9Hz). 8. 12 (IH. 
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223 


4 




H 


H 




t, J =7. 2Hz) . 5. 53 


- 








(2H. s) . 7. 3 3 (IH. 
d d. J = 4. 7. 8. 2Hz) . 
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J=4. 7Hz) 
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J=7. 2Hz), 5. 56 
(2H, s) . 7. 3 5 (IH, 
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8. 45 (IH, d T J-8. 2 
Hz) . 8. 62 (IH, d. 
J=4. 5Hz) 

(DMSO-dg) 
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7. 2 1 (IH. d d. J = 

4. 8. 8. 1Hz) . 8. 1 4 
C1H. d. J =8. IH z) . 

8. 5 8 (IH. d, J = 4. 8 
Hz) 

(CDC 1 3 ) 














0. 93 (3H. t, J -7. 4 














Hz) . 1. 5 6-1. 7 3 














(2H, m) . 2. 13 (3H. 










O 




s) . 4. 27 (3H. s) . 


203 


8 


n-C 3 H, 


H 


II 


CH 3 


4. 35 (2H. t. J=7. 8 








-CCH 3 




Hz), 7. 39 (IH, d d. 


206 










J -4. 8. 8. 1Hz) . 
8. 60 (IH. d. .1 = 8. 1 
Hz) . 8. 6 6 (IH. d. 
J =4. 8Hz) 

(DMSO-dg 1 





[0 09 4] 



C*4] 




(18) *SB3¥6- 1 00 56 1 

33 34 
» 1 g (o-**) 



No 


r' 


R 5 


R 6 


R 8 


l H-NMR (<5) ppm 


m p 












1. 03 (3H. t. J = 7. 4 














Hz), 1. 57 (3H. t. 














J = 7. 4Hz), 1. 7 1- 














1.90 (2H, m) , 2. 29 










0 




(3H, s) . 4. 4 8 (2H, 


t BO 


9 


n- Cj H ? 


H 


II 


C 2 H 5 


t, J = 7. 6Hz) , 4. 66 








-CCH, 
3 


(2H. q, J=7. 4Hz) , 

7. 30 (1H, dd. J- 

4. 4. 7. 9Hz) . 8. 24 
(1H, d. J=7. 9Hz) . 

8. 65 (1H. d. J=4. 4 
Hz), 9. 35 CIH. brs) 

tCDC 1 9 ) 


1 83 












0. 92 (3H. t, J=7. 2 














Hz) . 1. 30-1. 4 5 














(2H. m) . 1. 5 5-1. 65 














(2H. m) . 2. 10 (3H. 














s) . 4. 2 7 (3H. s) . 










u 




4. 4 U UH, t. J — / . Z 


i 1 J 


10 




H 


ii 




Hz) . 7. 4 1 (1H. d d. 








-CCH 3 


1=4. 5, 8. 4H z) , 


2 2 0 










8. 63 (1H. d, J = 8. 4 
Hz) , 8. 6 8 (1 H. d, 
J =4. 5Hz), 9. 7 0 
(IH, br s) 

CDMSO-d 6 ) 





[0 09 5] 



[*5] 




(i9) fltra^pe- ioo56i 

35 36 
?B 1 S (o-**) 



No 


R 


R 


R 6 


R 


H-NMR (<5) p pm 


m p 












0. 92 (3H, t. J=7, 1 














Hz) . 1. 4 4 (3H, t, 














J-7. 1Hz). 1. 30- 














1. 7 0 (4H. m) . 2. 1 2 










0 




(3H. s) . 4. 3 8 <2H, 


194 


11 




H 


II 




t. J-7. 4Hz) . 4. 64 








-CCH 3 


(2H. q. J =7. 1Hz), 


195 










7. 42 (IH. dd. J = 

4, 0, 8. 1Hz) . 8. 55 
(IH, d> J =8. 1Hz), 

8. 67 (IH. d. J=4. 0 
Hz) . 9. 7 0 (IH. b r s) 

CDMSO-d B ) 














1.3 4 <3H, t. J =7. 0 














Hz) , 2. 2 9 (3H, s) . 














4. 3 1 (3H, s) . 4. 5 8 










0 




(2H, q. J = 7. 0Hz) . 


2 1 9 


12 


C 2 H § 


H 


II 


C Hj 


7. 30 (IH. dd, J = 








-CC Hj 


4, 6, 7. 9Hz). 8. 34 
(IH. d. J = 7. 9H2). 
8. 66 (IH. d, J=4. 6 
Hz) . 9. 2 7 (IH, b r 8) 
(CDC 1 3 ) 


2 2 2 












1. 35 (3H, t. J=6. 9 














Hz), 1. 5 7 (3H, t. 














J =7. 3Hz), 2. 3 0 














(3H, s) , 4. 5 5-4. 7 0 










o 




(4H. m) , 7. 3 3 (1 H, 


197 


13 


C 2 H 5 


H 


II 


C 2 H 5 


d d, J =4. 6, 8. 0Hz) , 








-CCH, 


8. 24 (IH, d. J = 8. 0 
Hz) , 8. 6 6 (IH. d, 
J = 4. 6Hz) , 9. 35 
(IH. b r s) 

(CDC 1 3 ) 


2 0 0 



[0 09 6] 



[*6] 




(20) q$HPF8- 1 00 56 1 

37 38 
% 1 3? (o^f*) 



No 


R ' 


R 5 


R 6 


R 8 


'H-NMR (<5) ppm 


m p 


14 


o-Cj 


CH 3 


0 
II 

-CCH 3 


C 2 H 5 


0. 93 (3H, t, J = 7. 2 
Hz) . 1. 4 8 (3H. t. 
J=7. 2Hz) . 1. 55- 
1.7 0 (2H, m) . 1. 84 
(3H. s) . 3. 19 (3H, 
s) , 4. 38 (1 H, t. J = 

7. 4Hz), 4. 7 2 (IH. 
q, J-7. 2Hz) . 7. 46 

(IH, dd. J=4. 7. 

8. 0Hz), 8. 63 (IH, 
d. J=8. OHz) . 8. 71 

(IH. d. J=4. 7Hz) 
(DMSO-d 6 ) 


1 3 8 
1 4 1 


15 


D-C } H ? 


CH 3 


o 
II 

-CCHj 


CH } 


0. 92 (3H, t, J=7. 2 
Hz), 1. 61-1. 70 

(2H, m) . 1. 8 3 (3H. 
s) . 3. 1 7 (3 H. s) , 
4. 3 4 (3H, s) , 4. 3 6 

(2H, t, J = 7. 2H z) , 

7. 45 (IH, dd, J = 

4. 9. 7. 9Hz), 8. 6 8 
C1H, d, J = 7. 9Hz) , 

8. 71 <1H, d. J = 
4. 7H z) 

(DMSO-d c ) 
b 


1 9 2 
1 9 4 



[009 7] 



[*7] 




(21) - 1 0 0 5 6 1 

39 40 

* 1 fl 



No 




R 


R | 


R 8 


H -NMR (<5) p pm i 


m p 












0. 90 (3H, t. J = 7. 2 














Hz), 1. 37 (3H, t. 














J -7. 2Hz), 1. 5 5- 














1. 6 5 (2H. m) , 














2. 8 6 (3H, d, J -5. 2 














Hz) . 4. 32 (IH. t. 


1 5 9 


16 


3 7 


CH, 


H 


2 5 


J =7. 4Hz), 4. 4 8 










(IH, q, J=7. 2Hz) , 
5. 7 2 CIH, q. J =5. 2 
Hz), 7. 3 5 (IH, d d. 
J =-4. 7. 8. IH z) . 
8. 4 5 (IH, d. J =8. 1 
Hz), 8. 6 2 (IH, d. 
J=4. 7Hz) 

(DMSO-d 6 ) 


162 












0. 90 (3H. t, J=7. 2 














Hz) . 1. 60 -1. 68 














(2H, m) . 2. 8 4 (3H. d. 














J =5. 0Hz), 4. 1 1 ( 














3H. s) . 4. 3 3 (2H, t. 


1 4 2 


17 


,-C } H 7 




H 


CH 3 


J =7. 2Hz), 5. 6 9 










(1 H. q, J =5. 0Hz) , 

7. 34 (IH, dd. J = 

4. 9, 7. 9H z) , 8. 5 3 
(IH. d. J =7. 9Hz), 

8. 61 (IH, d. J -4. 9 
Hz) 

(DMSO-d c ) 

0 


1 4 4 



[0098] 



[*8] 




Ho 




R S 


R 6 


R* 


' H — NMR (<5) ppm 


m p 












0. 9 0 (3H, t. J -7. 4) 














1. 5 8- 1. 6 7 (2H. m) , 














4. 25 (2H. t. J = 














7. 4) . 6. 76-6. 84 














(3H. m) . 7. 19- 


186 


18 


d-Cj H 7 


H 


H 


X) 


7. 2 5 (2H. m) . 7. 3 7 












(IH. dd. J=4. 7. 

I . yj. o. 41 V 1 H. S J . 
8. 69 (IH. d. J=7. 9) 
8. 75 (IH, d. J=4. 7) 
10. 1 7 (IH. s) 

(DMSO-dg ) 


188 












0. 91 (3H. t. J=7. 4) 














1. 59-1. 69 (2H. m) . 














1. 65 (9H, s) . 4. 2 7 














(2H. t. J = 7. 4) . 


1 34 


19 


D -C 3 H ? 


H 


H 


t-Bu 


6. 26 (2H. s) . 7. 2 2 












(IH. dd. J=4. 7. 
7. 7). 8. 2 7 (IH. d r 
J=7. 7) . 8. 50 (IH, 
d, J = 4. 7) 

(DMSO-dg ) 


1 3 5 



[0099] 



[»9] 



(23) mmw-e- 100561 

43 44 
% 2 « (o-*#) 



No 


R 1 


R 6 


R 6 


r' 


l H -NMR (<5) ppm 


m p 












0. 9 1 (3H, t. J=7. 4) . 














1. 6 0-1. 69 (2H m) 














4. 27 (2H. t. J=7. 4) . 














5. 12 (2H. q. J=8. 9) . 


24 6 


20 


n-Cj H ? 


H 


H 




6. 96 (2H. s) . 7. 24 


— 








(IH. rid. J=4. 7. 
7. 7) . 8. 2 8 (IH. d. 
J=7. 7) . 8. 5 4 (IH. 
d, J=4. 7) 

(DMSO-d. ) 

b 


2 4 7 












0. 9 3 (3H, t. J =7. 4) . 














1. 6 0-1. 6 8 (2H. m) . 














4. 3 0 (2H, t, J = 7. 4) . 














5. 9 0 (2H. brs), 


232 


21 




H 


H 


H 


7. 29 (IH, dd. J=4. 7. 












7. 7) , 8. 3 3 (IH, d, 
J = 7. 7) „ 8. 5 5 (IH, 
d. J =4. 7) . 12. 6 5 
(IH, b r s) 

(DMSO-dg ] 


234 



[0100] 

it&m&mmotc 30 
[0101] »6>n*:ftfb^«Raf*n6©«!tt ( *h 

-NMRRCflBbS (mp, V) ) t»3»«c*t. 
[0102] 

[*56{&I3 2] 3-7^-1-7x^-5 - (n - 
zfutfr) -lH-tr^Vn (4. 3-c] Cl. 8) 
J~7?>Ji/>-4 (5H) 

^V^A- t-^b^>K2. 58g^t-^y-^ 
7 0 m 1 *CC7 0*CtcflpjRLr8«b t * C tc ? * - ^ 
tFr^O. 9 1miax.t7 0 B Cr3 0^« 
Ofc„ ^C, £ft£7K#U 4-^PP-3-'>7>/- 40 
1- (n-^Dt'Jl/) -1, 8-i-y^Vzy>-2 (1 



z>V 4— (*gfcij?£ •^^any^>:|^Kx^Jb=8 : 
1) tffiSbt, BWfb^Of&fll 4 0ms*»fc. 

»6nfc^b^*atf*©fttt ( 1 H - NMRRO'Ii 1 ^ 
(mp, "O ) %»33ycSVr. 
[0103]^ ±KtcfcL>-aH*4<t ltffll^4- * 

aa-3 -isr 1 - (n-T'aW -1, 8 

;7*'J^>-2 (1 H) JBSIWKDIIl- 

[0104] 

[«fc«3 3 ] |»|M3 2 ilsJ^CcLT, *»»4b&n 
*W6Lfti. W6hte{b^«&CX*©«tt ( 1 H -NM 
RRZm* (mp, B C) ) *JS3»cSVr. 

[0 10 5] 

[fSl0] 




No 


R 1 


R 2 


R 3 


R 8 


Y 


*H-NMR (5) ppm 


m p 














0. 99 (3H. t ( J = 7. 4) 
















1. 73 -1. 8 2 (2H. m) 
















2. 62 (3H, s) . 4. 10 


2 1 f 


22 


3 T 


CH, 
3 


H 


CH, 

3 


CH 


(3H. s) . 4. 4 5 (2H, q. 














J =7. 6) . 4. 8 2 (2H. 


2 1 1 














b r s) . 7. 05 (1H, d. 
















J =8. 0) . 8. 11 (1 H, 
















d. J = 8. 0) [C D C 1 . ] 
3 
















1. 3 1 (3H, t , J - 7. 0) 
















2. 6 3 (3H, s) , 4. 10 
















(3H, s) , 4. 56 (2H, q, 


238 


23 




CH 3 


H 


CH 3 


CH 


J =7. 0) , 4. 8 1 (2H. 














brs), 7. 05 (1H, d. 


239 














J — 8. 2) . 8. 12 (1H. 
















d, J = 8. 2) CCDC 1 3 ] 
















1. 31 (3H, t. J=7. 1) 
















1. 49 (3H, t. J = 7. 2) 
















2. 63 (3H. s) . 4. 41 


2 2 0 


24 


C 2 H 5 




H 


C 2 H 5 


CH 


(2H. q, J=7. 2) 












4. 55 (2H, q. J = 7. 1) 


2 2 1 














4.8 5 (2H, brs). 
















7. 0 6 C1H, d, J = 8. 2) 
















8. 01 (1H, d, J = 8. 2) 
















(CDC 1 g ) 





[0106] 



40 [gl 1] 




(25) ^BB¥6- 1 00 58 1 

47 48 

SB 3 * 



No 


R 1 


R 2 




R 8 


Y 


*H- NMR (£) p pm 


m p 


25 


o-Cj 


CH 3 


H 




CH 3 

C 


0. 99 (3H. t, J«7. 9) 

1. 6 9-1. 85 (2H, m) 

2. 5 4 (3H, s) , 2. 6 7 
(3H, b) . 3. 87 (3H. s) 

4. 4 1 (2H. t. J-7. 9) 
4. 9 1 (2H. brs), 
6. 86 (IH. s) 

(CDCl 3 J 


1 7 J 
174 


26 


n- Cj H ? 


CH 3 


H 


H 


CH 3 
1 

C 


0. 89 (3H. t. J =7. 4) 

1. 5 3-1. 7 0 (2H. m) 

2. 47 (3H. s) . 2. 7 0 
(3H. s) . 4. 2 8 (2 H. 
t. J = 7. 3) . 6. 16 
(2H. brs), 6. 95 
CIH, s) . 12. 33 CIH. 

b r s) [CDC 1 3 ) 


269 
27 1 


27 


B-C, H 7 


-SCHj 


F 


CH 3 


CH 


0. 92 (3H. t. J=7. 4) 

1. 5-1. 8 (2H, m) 

2. 6 5 (3H. s) . 4. 0 3 
(3H. s) . 4. 32 (2H, 

t. J =7. 4) . 5. 5 3 
(2H, s) . 8. 27 (IH, 

d. J -1 0. 1) 

CDMSO-cl 6 ) 


2 3 6 
2 3 7 


28 


C 2 H 5 




H 


CH 3 


CH 3 
1 

C 


0. 9 9(3 H, t. J =7. 4) 

1. 68-1. 80 (2H. m) 

2. 5 4 (3H, s) , 2. 6 7 
(3H, s) , 3. 8 7 (3H, 
s) , 4. 4 5 (2H. q, J = 
7. 4). 4. 9 1 (2H t 
brs), 6. 86 (IH. s) 

CCDC 1 3 ) 


1 4 1 

1 4 3 



[0107] 



C«l 2] 



49 



(26) 

SB 3 S (o^*) 



-100561 



50 



No 



29 



C0 



30 




31 



32 



'" C 3 H 7 



H 



H 



H 



H 



H 



H 



H 



H 



CH 



CH, 



CH 



CH 



CH 



CH 



CH 



H-NMR (<5) ppm 



4. 18 (3H, s) , 4, 81 
(2H. b r s) . 7. 15- 
7.3 1 (3H. m> . 7. 4 3 
-7. 53 (2H, m) 
8. 30 (1H, d, J =8. 0) 
8. 42 (1H, d, J=4. 8) 
CCDCl 3 ] 



4. 10 (3H. e) 

5. 56 (2H. e) 
5. 60 (2H, c) 

7. 1-7. 4 (6H, m) 

8. 5-8. 6 (2H, m) 



(DMSO-d c ) 

D 



3. 8 8 (3H, s) . 4. 19 
(3H. s) , 4. 8 1 (2H, 

b r s) . 7. 0 8 (2H. d. 

J=8. 9) . 7. 20 <2H, 

d. J = 8. 9) . 1. 24 
(1H, dd. J = 4. 7. 

7. 4) . &. 2 7 (1H. d. 

J =7. 4) . 8. 4 B (1H. 

d, J = 4. 7) CCDC 1 3 ) 



0. 94 (3H. t. J-7. 4) 

1. 5-1. 8 (2H. m) . 

4. 35 <2H. t, J=7. 4) 

5. 76 (1H. s), 7. 11 
(1H, dd. J = 8. 2, 

4. 7) , 7. 45 (IH, 
dd, J = 8. 2. 1. 7) 
7. 6 2 (5H, s) . 8. 5 7 
(1H. dd. J=4. 7, 
1. 7) CDMSO-dg ] 



m p 



263 
265 



237 
23 9 



320 

PJL± 



246 
24 8 



[0108] 



[*1 3 ] 



51 



(27) 

3 m c^*> 



-10 0 5 6 1 



52 



No 



33 



CH, 



R £ 



H 



R 



H 



CH 



H-NMR (6) p pm 



3. 6 6 (3H, s) , 5. 7 6 



(2H, 
(1H. 
4. 7) 
(3H, 
(2H. 



a) . 
d d. 
. 7. 
m) , 
m) . 



dd. J-4. 



7. 14 
J=8. 2. 
4-7. 5 

7. 6-7. 7 

8. 57 (1H, 

7. 1. 7) 

(DMSO-d, ) 
o 



m p 



24 7 
250 



[0 10 9] 

5-7x^-^xy(3, 2-c) Cl. &^i-y^ 

»;^>-4 (5H) -*><D8tf6 

x£y~;U3 0 Om 1 h IJ^AX K 5. 9 

firsasas^ -eccc^^^^8i^^5. 6 4 

m 1 -ZsT s - 1 -7 x^Jb- 1 , 

8-^*7^';^>-2 (1H) -*>1 2g*SSTJIH 

[oiio] f#e>n/c{t^ao^cD^i4 ( »H-NM 



20 



[o i i i ] ±iaccfcurj^f4<burfflt^4-^ 

Dq-3->7/-l-7x^-l, 8-^7^';^ 
>-2 ( 1 H) -:*>», IUS«l©Xgl-6 i|Hj^ 

[0112] 

[SUS0J3 5-37 ] «fc«34iR|««:Ur, *«W 

-NMRSCWWa (mp, 'O ) *04^CC*r o 
[0 1 13] 
[311 4] 




No 




- A = 


l H-NMR (<5> p pm 


m p 


34 


6 


COOC H, 
1 

-s-c = 


1.4 1 (3H. t. J =6. 9) 
4. 37 (2H, q. J=6. 9) 

6. 9-7. 2 (2H, b r s) 

7. 21 (IH. dd. J=7. 7. 
4. 7) , 7. 2-7. 4 (2H. 
m) . 7. 5-7. 6 (3H> in) 

8. 12 (IH. dd. J=7. 7. 
1. 8) . 8. 47 (1 H. d d, 

J =4. 7. 1. 8) (CDC 1 3 ] 


275 
! 7 7 


35 


ti-Cj H 7 


COOC, H , 
1 2 5 

-s-c = 


1.0 3 (3H. t. J =7. 6) 
1.3 9 (3H. t. J =7. 2) 
1. 7-1. 9 (2H. m) 
4.3 5 (2H. q. J -7. 2) 
4. 48 <2H. t. J-7. 6) 
7. 20 (IH. dd. J=7. 7. 
4. 6) , 8. 04 (IH. dd, 1 
J =7. 7. 1. 6) . B. 6 1 
(1H. dd. J=4. 6. 1. 6) 
CCDC 1 3 ) 


1 7 5 
1 7 7 


36 


CH 3 


COOC^ H & 
1 

-s-c = 


1.4 0 (3H. t, J = 6. 9) 

3. 84 <3H. a), 4. 36 
(2H. q. J=6. 9) . 

7. 0-7. 3 (2H. b r) , 
7. 22 (IH, dd. J-7. 9. 

4. 9), 8. 05 (IH. d d. 
7. 9. 1. 7) . 8. 62 (IH. 
dd. J=4. 9. 1. 7) 

CCDC I 3 ] 


I 90 
1 92 



[01 14] 



(SSI 5] 



(29) <£Pa¥6- 1 00 56 1 

55 56 
m 4 S Co-**) 



No 


! r1 


- A = 


! H-NMR (S) p pm 


m p 








1.0 1 (3H, t, J =7. 6) 










1. 6-1. 9 (2H, m) 










3. 91 (3H, s), 4. 27 


232 






CH^ COOCHj 
1 1 


(3H. s) , 4> 4 4 (2H. 




37 


q-Cj H ? 


t, J = 7. 6) . 5. 9 3 


233 




-N — C- 


(2H, brs), 7. 16 
(1H. dd, J-7. 9. 4. 6) 

8. 3 8 (1H, dd, J =7. 9. 

1. 8) , 8. 53 (1H. dd. 

J -4. 6. 1. 6) CCDC 1 3 ] 


m 




[0 115] 

[m&W38] 1 -jt*)l-5 - (n-^db'JU) -1 
H-b^/P [4, 3-cD Cl, 8)^-7^y^>- 

4 (5H) 20 

y % s — )\,2 0 m 1 4iCC h 'JxWi>9 0 Omg. 
^Jil/fc b^>2 6 0mgM4-^OO-3 - >T 
s-l- {n-y'nfJl) -1. 8-^-7^ U^>- 2 
(1H) .1 g*JO^.. 7 0*CTll!ftJB»U 

/fc. JSJ£«T«. SEEffljRlU »HS«f !/ i??**? A 



^=1 : 1> vmmCX. BW<fc^W©e»4 7 0 m 
&*f#3t. W^tiWt^Bf&^-e^tt ( 1 H — NMR 

aafis^ (mp, -c) ) *iB5acc7s-r. 

[0116] 

-NMRRCflB* <mp. °C) ) **5*CC^-r. 
[0117] 
[*1 6] 




I 

R ' 



No 


R 1 


- A = 


*H - N MR (£) p pm 


in p 








0. 92 (3 H, t. J=7. 2) 










1. 6 2-1. 7 0 (2 H, m) 








CH 3 


4. 3 6-4. 3 9 (2H. m) 


1 5 1 


33 




1 


4. 3 6 (3H. s) . 7. 4 2 






-N-N= 


(IH. dd. J=8. 0. 4. 7) 

8. 16 (IH. s) , 8. 6 3- 

8. 7 0 (2H. m) 

(DMsSO -d c ] 
5 


1 5 2 








0. 9 3 (3 H, t. J =7. 2) 










1. 6 3-1. 7 1 (2H. m) 










4. 3 6-4. 4 1 (2H. m) 


229 








8. 4 4 (IH. s) . 7. 3 8 




39 


Q -C 3 H 7 


— N H - N - 


(1H. dd. J=7. 6. 4. 7) 


2 3 0 






8. 5 0 (IH, d. J =7. 6) 
8. 6 5 (IH. d. J=4. 7) 
14. 3 (IH. brs) 

CDMSO-d c ] 

b 










0. 92 (3H. t. J=7. 4) 










1. 6-1. 8 (2H. m) 










3. 8-3. 9 (2H. m) 








CH 2 CH 2 OH 


4, 39 (2H. t. J=7. 4) 


190 


40 




1 


4. 76 (2H. t. J=5. 6) 






-N-N = 


5. 05 (IH, m). 7. 39 
(IH, dd, J=8. 2, 4. 7) 

8. 2 2 (1H. s) . 8. 6 6 
(IH, rid, J=4, 7. 1. 8) 

8. 74 (1H. dd. J=8. 2. 

1. 8) (DMSO-dg ] 


1 9 1 



CO 1 18] 



t*l 7] 



59 



No 



41 



CH„ 



42 



44 



CH, 



45 



CH, 



(3D 



% 5 m (o-i^) 



-10 0 5 6 1 



60 



-A- 



-N-N = 



CH 3 
I 

-N-N = 



-NH-N = 



CH 3 
I 



-N-N = 



H-NMR (£) ppm 



3. 7 0 (3H. s) . 7. 19 

(1H. dd f J=8. 2, 4. 7) 

7. 4 7. 6 (3H, m) 

7. 7-7. 8 (2H, m) 

8. 4 3 (1H, m), 8. 6 2 
(1H. rtd. J-4. 7, 1. 7) 

(DMSO-d 6 ) 



4.4 3 <3H, s) . 7. 1 5 
7.2 8 <3H, m) , 7. 43- 

7.5 6 (2H. in) , 8. 2 5 
(1H. s) . 8. 4 1 (1H. 

d. J-7, 9) . 8. 47 (1H, 
d. J=4. 5) (CDC* 3 ] 



7. 2 3-7. 6 1 (6H. m) 

8. 3 9 (1H. d. J = 4. 8) 
8. 5 2 (1H. s) 

8. 54 (1H. d. J = 5. 7) 
CDMSO-d 6 ) 



3. 71 (3H. s) , 4. 37 
(3H. 8) . 7. 43 (1H. 
dd, J = 7. 9, 4. 9) 
8. 17 (1H. s) , 8. 6- 
8. 7 (2H. m) 

(DMSO-dj ) 



1. 46 (3H, t. J=7. 4) 

3. 7 1 (3H, a) , 4. 7 4 
(2H, q, J =7. 4) 

7. 44 (1H, dd. J=8. 1 

4. 8) . 8. 2 1 (1H. s) 

8. 60 (1H. dd. J =8. 1 
1. 8) ■ 8. 6 9 (1H. dd. 
J=4. 7. 1. 8) 

(DMSO-d 5 ] 



m p 



2 1 5 
2 1 6 



I 3 5 

m 



Z 4 6 
24 8 



260 
262 



I 7 5 
1 7 7 



[0119] 



[*1 8] 



61 



(32) 

* 5 3? (oo'S) 



ftfaw-e - 1 0 0 5 6 1 

62 



Ko 



46 



CH f 



47 




48 



49 



50 



CH, 



»CH„ 



— N — N = 



N — 



CH„ 



— N — N = 



CH. 

I 1 
N — 



CH, 



-N — N- 



H-NMR (5) p pm 



0. 94 (3H. t, J=7. 4) 

1. 6-1. 8 (2H. m) . 
3.3 9 (3H. s) , 4. 4 1 

C2H. t. J =7. 4) . 

7. 22 (1H. dd, J=8. 1. 
4. 7) . 7. 55 (1H, d. J 
= 8. 1) . 7. 76 (4H. s) . 

8, 46 (1H, s) . 8. 6 4 
(1H. d, J=4. 7) 

[DMSO-d. ) 



4. 39 (3H, s) . 5. 6 8 
(2H. s) . 7. 1-7. 3 
(5 H. m) . 7. 4 3 ( 1 H. 
dd, J=7. 9. 4. 7) 
8. 21 (1H, s) . 8. 6 2 
(1H. dd. J-4. 7. 1. 7> 
8. 69 (1H. dd. J- 
7. 9. 1. 7) (DMSO-d e ) 



4. 43 (3H. s) . 7. 23 
(2H, dd. J=4. 9. 7. 9) 
7. 20 (2H, d, J =8. 6> 

7, 53 (2H. d T J = 8. 6) 

8. 2 4 (1H. s) . 8. 4 2 
(1H. d. J=7. 9) 

8. 46 (1H, d. J = 4. 9) 
[CDC* ) 



4. 43 (3H f s) , 7. 22- 
7. 6 7 (5H. m) . 8. 2 6 
(1H, s) . 8. 42 (1H, 
d. J = 8. 0) . 8. 4 5 (1H, 



d. 



= 5. 0) CCDC ) 



3. 89 (3H, s) . 4. 42 
(3H. s) . 7. 05- 7. 29 
<5H. m) . 8. 24 (1H. s) 
8. 40 (1H. d, J = 7. 9) 
8. 50 (1H. d. J=4. 6) 
CCDC4, ) 



m p 



] 6 5 
167 



I 1 4 
? 1 5 



26 9 
272 



2 0 8 
I 1 0 



260 
262 



[0120] 



[*19] 



63 



(33) 

J8 5 * 



^H¥6- 100 56 1 

64 



No 



51 



CF, 



52 



OCH n 



vOCH, 



5a 



54 



CN 



•A- 



N — N* 



I 

N — 



N = 



-N — N = 



CH^ 
I 

• N — 



1 



H-NMR (5) p pm 



4. 43 (3H, a), 7. 28 
(1H, dd, J-4. 6, 

7. 9) . 7. 45-7. 7 9 
(4H. m) . 8. 23 (1H. 

s) . 8. 4 0-8. 4 5 (2H. 



m) 



(CDC^ 3 ) 



3. 8 2 (3H. s), 4. 43 
(3H. b). 6. 81 (1H. s) 

6. 85 (1H. d. J=8. 4) 

7. 04 (1H. d. J=8. 4) 
7. 25 (1H. dd. J=4. 3. 
7. 9) . 7. 4 8 (1H. d d. 

J = 8. 4. 8. 4) . 8. 2 5 
(1H. b). 8. 40 (1H. d. 
J =7. 9) . 8. 48 (1H. d, 
J =4. 3) (CDC* 3 ) 



3. 69 (3H, s> , 4. 4 2 
(3H. s) . 7. 0 9 (1H, 

d. J = 7. 9) , 7. 15 
(1H, d. 1 = 1. 7) 

7. 2 0-7. 5 0 (3H, m) 

8. 24 (1H, s) . 8. 3 8 
(1H. d, J = 8. 1) 

8. 46 (1H, d, J-5. 2) 



4.4 3 (3H, s) . 7. 4 3 
(1H, dd. J=4. 7. 7. 9) 

7. 7 0-7. 95 (4H, m) 

8. 24 (LH. s) . 8. 4 3 
(1H. d. J=4. 7) 

8. 72 (1H, d, J=7. 9) 
CDMSO-dg J 



m p 



2 1 7 
2 19 



2 4 8 
251 



2 4 1 
2 4 : 



2 8 5 
2 « 7 



[0 12 1] 



[312 0] 



No 



55 



56 



57 



58 



65 



(34) 

f 5 S (o-^S) 



3#P3¥6- 1 0056 1 
66 






c e 



CH, 



-N — N = 



CH 3 
I 

•N — N = 



CH 3 
I 

-N — N c 



CH, 



-N — N = 



H-NMR (5) p pm 



4. 43 (3H, s) . 7. 01 
(1H, d, J = 8. 9) 
7. 07 (1H. d. J=7. 9) 

7. 2 0-7. 54 (3H, m) 

8. 2 5 (1H. e) . 8. 4 1 
(1H, d, J=8. 1) 

8. 46 (IH, d. J=4. 4) 
CCDC^ 3 ) 



3. 9 0 (3H, s) . 4. 4 4 
(3H. s) . 7. 26 (1H. 
dd. J=4. 6. 7. 9) 
7. 48 (IH. d. J=7. 8) 
7. 6 5 (IH. d d. J=7. 8. 

7. 8) . 7. 97 (1H, s) 

8. 1 9 (1H. d. J =7. 8) 
8. 26 (1H. s) . B. 39- 
8. 4 5 (2H, m) (CDCij ] 



3. 9 8 <3H. s) . 4. 4 3 
(3H. s) . 7. 09-7. 30 
(4H. m) . 8. 2 4 (1H. 

s) . 8. 40 (1H. d. J = 

8. 1), 8. 49 CI H. d. 

J = 4. 6) (CDC* 3 1 



4. 42 (3H, s) . 7. 42 
(IH. dd. J=4. 6, 7. 9) 
7. 5 1 (2H. d. J =2. 0) 

7. 74 (IH. dd, J=2. 0. 
2. 0) . 8. 2 3 (IH, s) 

8. 46 (IH. d, J=4. 6) 
8. 7 1 (IH, d, J = 7. 9) 

CDMSO-d 6 ) 



m p 



2 3 8 
24 1 



2 1 9 
222 



2 3 8 
240 



293 
295 



[0122] 



[»2 1 ] 




(35) #gfJ¥6- 1 005 6 1 

67 68 
% 5 m lirSZ) 



No 


R 1 


-A 


= 




J H 


- NMR (<5) p pm 


m p 




h 




0 

II 




3. 
4. 


O *"» f O TT — \ 

8 3 (3H, e) 
50 (3H. 6> 


280 


59 


u 


CHj 

1 


C-OCH 
1 


\ 


7 . 
8. 


2 0-7. 6 0 (7H, m) 

3 5 (1H, d , J — 4. 6) 


2 8 2 






-N — 


c = 




8. 


7 8 (1H, d. J-7. 9) 
CDMS0-d 6 ] 


#m 












1. 


03 (3H. t, J = 7. 4) 














1. 


43 (3H. t, J =6. 9) 










o 
II 




1. 
4. 


7-1. 9 (2H, m) 

42 (2H, q. J-6. 9) 


1 6 1 


60 






c-oc 2 

1 

c = 




4. 


54 (2H. t. J = 7. 4) 


— 




-S — 


1. 
A. 
J - 


23 (1H, dd, J =7. 7. 
7> . 8. 10 (1H. d d. 
7. 7, 1. 9), 8. 38 


164 












(1H. s) . 8. 64 (1H. d d, 














J = 


4. 7. 1. 9) [CDCi? 3 ] 














1. 


36 (3H. t, J=7. 2) 






1 








4. 


37 (2H. q. J = 7. 2) 






i" 2 

A 




o 




5. 


66 (2H. 8) . 7. 1- 








II 




7. 


3 (5H, m) . 7.3 8 


1 6 4 


61 


0 




C -° C 2 


H s 


(IH. dd. J=7. 7. 4. 7) 










1 




8. 


09 ClH f s) , 8. 46 


1 6 6 






-S — 


c = 




(1H. d, J =7. 7) . 














8. 


64 (1H, d, J=4. 7) 
(DMSO-d { ) 














1. 


4 4 (3H, t, J =6. 9) 










o 




4. 


44 (2H. q, J=6. 9) 










II 




7. 


2-7. 3 <3H. m) 


a o o 


n 


6 




c-oc 2 
1 




7. 


5-7. 7 (3H. m) 










8. 


16 (1H, dd, J=7. 7. 








- s — 


c = 




1. 
8. 
1. 


6) . 8. 39 C1H. s) 
4 8 (1 H. d d. J =5. 0. 
6) CCDCi? 3 ) 





[0123] 



[312 2] 



69 



C36) 

m 5 m wi) 



«fH¥8- 1 00 5 6 1 

70 



No 



63 



54 



C/ 



-S 



C-OC, H, 

c = 



CH 3 C-OCHj 



-N 



I 

C = 



1 



H-NMR (£) ppm 



1. 44 (3H. t. J=7. 4) 
4. 44 (2H. q, J=7. 4) 
7. 20 (1H. dd. J=4. 5. 
7. 9) , 7. 25-7. 55 

(4H. m) . 8. 1 7 (LH. 
d, J = 7. 9) . 8. 3 8 

(1H. s) , 8. 4 8 (1H. d. 
J=4. 5) CCDC/ 3 



] 



0. 92 (3H, t, J=7. 4) 

1. 6 1-1. 70 (2H. m) 

4. 00 (3H. s) . 4. 37- 
4. 4 5 (2H. m) . 4. 4 2 
(3H. s) . 7. 3 6 (1H. 
dd. J = 8. 1. 4. 7) 

7. 3 8 (1 H. s) . 8. 6 0 
C1H. d. J=4. 7) 

8. 7 0 (1H. d, J =8. 1) 

CDMSO-d c ] 



m p 



230 
233 



1 9 

2 0 



[0124] 

[^Sfe#*65] 3-7^-2- tDltf* 
^^x^(3, 2-cD ci. 8D^^^»;^>- 

4 (5H) -*><DWim. 

*zs-)V3 o om i tpic s mmm3 4r{|^tlWt^ 

»12**»*>U 2 N*Mffc* b * A*««4 5 0 
8 3ml SrJjllx.. MCC £x>»*gg8c£fln*.T p H£ 4 

^ 1 O s3:f#fc 0 

[0125] »6<i&ft^»aff*©«rtS ( 1 H - NM 
RROTBjS (mp, *C) ) *»6«CC^-T. 
[0 12 6] 



-NMR^an^ (mp. °o ) &memc9jk-?. 

[0 12 7] 

[^*6«7 1 ] 3-7^-2-M^'>-5 -t7x 
^jU-^xy C3. 2-cD CI. 8 3 5P>- 
30 4 ( 5H) -*>CD^ h tf«?At&(DSB& 

[0128] &htiMt^R&*<Dim < ^-nm 

[0 12 9] 

[^jfe^i7 2-7 3] mmmi 1 <fcra«ccur, 

-NMRRCffltei (mp. °C) ) **6^tC^f. 
40 [0130] 
[3*23] 




No 


R 1 


-A = 


R 4 


! H-NMR (5) ppm 


m p 


6& 


6 


-s 


COOH 

1 

-c = 


-NH 2 


7. 20-7. 3 0 (3H, m) 

7. 4 0-7. 6 0 (3H t m) 

8. 3 0-8. 5 0 (2H. m) 

CDMSO-dg ] 


2 6 6 
2 6 9 

&m 


66 


0 


-s 


COOH 

1 

-c = 


H 


7. 3-7. 4 (3H, m) 

7. 4-7. 6 (3H. m) 
8 07 MH s ) 

8. 45 (IH, dd. J=4. 1. 
1. 6) . 8. 50 (IH. dd. 
J=7. 9. 1. 6) 

(DMsSO-d. ) 

0 


3 0 0 

J21± 


67 


o-Cj H ? 


-s 


COOH 

1 

-c- 


H 


0. 9 4 (3H, t. J — 7. 4) 

1. 5-1. 8 (2H. m) 

4. 3 9 (2H. t, J =7, 4) 

7. 38 (IH. dd. J=7. 9. 
4. 7) ♦ B. 02 C1H. s) 

8. 42 (IH. dd, J = 7. 9. 
1. 7), 8. 69 (IH, d d, 
J-4. 7, 1. 7) 

(DMSO-dg ] 


265 
26? 


68 




-s 


COOH 

1 

-c- 


H 


6. 95 (IH, dd, J=4. 7. 

7. 9) . 7. 2 0-7. 6 1 
(4H. m) , 8. 10 (IH, 
s) , 8. 47 (IH. d. J = 
4. 7) , 8. 5 3 (IH, d. 

J =7, 9) . 13. 10 (IH, 
b r s) [DMSO-dg ) 


297 
300 



[0131] 



»2 4] 



73 



(38) 



m 6 * (o-^s) 



EfH^B- 10 0 5 6 1 
74 



No 



R 



&9 



b-C 3 H 



70 



71 



72 



CH, 



-A = 



CH 3 COOH 
t I 
— N — C = 



CH 3 COOH 
I I 
- N — C = 



COONa 
I 



s-c = 



COONa 
I 

s-c = 



H 



H 



H-NMR (6) p pm 



0. 92 (3H. t. J-7. 4) 

1. 61-1, 70 (2H, m) 
4. 3 7-4. 4 5 (2H, m) 
4. 42 (3H. a). 7. 36 
(1H, dd, J = 8. 1. 4. 7) 

7. 35 (1H. s) , 8. 6 0 
(1H. d. J=4. 7) . 

8. 70 (1H, d. J-8. 1) 
13. 0 (1H, b r s) 

CDMSO-d c ) 



4. 49 (3H. s) 

7. 20-7. 6 0 (7H. m) 

8. 35 (1H. d. J=4. 6) 
8. 77 (1H. d. 3=7. 9) 

CDMSO-dg ) 



6. 6 5 (2H. brs) 

7. 2-7. 3 (3H. m) 

7. 4-7. 6 (3 H. m) 

8. 27 (1H. dd. J=7. 9 
1. 6) . 8. 32 (1H. dd. 
J=4. 7. i. 6) 

CDMSO-d 6 ) 



3.7 0 (3H. s) . 6. 6- 
6. 8 (2H, b r) . 7. 3 1 
(1H, dd, J=7. 8, 4. 7) 
8. 23 (lH r dd, J =7. 8. 
1. 7). 8. 58 (1H, dd, 
J«4. 7. 1. 7) 

CDMSO-dg ) 



m p 



282 
284 



2 9 5 

3 0 0 



a o o 



300 



[0132] 



[^2 5] 



75 



(39) 
6 £ 



$SfrW6- 1 0 0 5 6 1 
76 



No 



73 



q-Cj H 



-A = 



COONa 
I 

-s-c = 



- N H 



H-NMR <<5) ppm 



0. 94 (3H, t, J=7. 4) 

7. 6 7. 8 (2H. m) 

4. 3 8 (2H. t. J -7. 4) 

6. 7 3 (2H. b r s) . 

7. 3 1 UH, dd, J=7. 7 
4. 9) , 8, 2 3 (1H, dd, 
J = 7. 7, 1. 7) . 8. 5 8 
OH, dd. 9. 1. 7) 

CDMSO-d c ) 



m p 



2 7 5 
I 7 7 



[0 13 3] 

[H5S0U74] 3-7^-5-7x^-^xy 
C3, 2-c) Cl . 8D i-7rVi?>-4 (5H) - 

U> 1 5 Om 1 *{c||JfiWI6 5 -Cff^tl/cfb^BJ 
8. 6€r£f§^U I0t98 OOmg^J)0it3 OflfdJJJO 
Kf&&7f£, JiStfSU n — 1 y -y 
hJl^DA, Wtab/cigS^^L/Co C*l£DMFtC 



[0134] ^en/db^^^-ecofett ( 1 H -NM 

rro®,£ (mp. °o ) zmimtcm-?,, 

20 [ 0 1 3 5 ] 

immi 5-7 6] $mmi 4 i^cc^r, 

-NMRRCWUSE (mp. °C) ) *flr7*0c*vr. 
[0136] 
[^2 6] 




No 


R l 


R< 


l H-NMR (5) ppm 


m p 


74 


6 


-NH, 


5. 84 (2H. s) , 6. 28 (IH. s) 
7. 3-7. 4 <3H. m) 

7. 4-7. 6 (3H, m) 

8. 3-8. 4 (2H, m) 

(DMSO-d e 1 


2 5 2 
253 


75 




-NH 2 


0. 94 (3H. t, 5=7. 4) 

1. 6 -1. 8 (2 H. m) 

4. 39 (2H. t. J=7. 4) 

5. 7-6. 1 (2H, b r) 

6. 22 (IH. s) . 7. 3 1 (IH. 
dd. J = 7. 9. 4. 5) . 8. 24 
(IH. d. J=7. 9) . 8. 5 9 (IH. 
d. J = 4. 5) CDMSO-d c ) 


1 2 0 
1 2 i 


76 




H 


7. 15-7. 3 6 <3H, m) 

7. 4 1-7. 5 5 (3H, m) 
7.7 8 (1H. d, J=4. 9) 

8. 1 5 (IH, d, 5 =7. 9) 
8. 4 2 (IH. d. J = 4. 5) 

CCDC<? 3 ] 


20$ 
2 0 T 



[0137] 

lH-b'^yp C 4 . 3 - c D t* »; K C 2 . 3 - b ] f 
^>-4 <5H) -*><DSU® 

M^7/SS8. 5 gr^*SK7 Om 1 *CCSS? 
0. 7 0 B C-C2 8#F^Jjn^u^ D S£3*7^ SEEiSIS 

*7t/f£<hU ^CC^x>^7k^^»0x.TpH^:4iCL, 

"C. 7 -isT S - 8 - t KP^^-f'J K C2, 3- 
b) t'^^>-6 (5H) -^>(D|§^4. 2<r£^ 

[01381XIC, 6 0%7k^t^ h 'J^A2. 7g£ 
DMG7 0m 1 *(C^^^ ^CCC±fETi#6ftft:*£ 



&mi,tc'&. mm&mbx. 7— >t^-5-x^- 

8-th*n+^-b*'J F (2, 3-b) 
(5H) -^>Oti^2. lgm o 
40 [0 1 3 9 H#6ftfc*l*£ a i,2. 0gr£h;l/x>30m 
KC?§#>U h'Jx^7^>l. 4 g 5/*&{t 
•;>3. 5ml£Jjnx., 1 0 0 'C~C 1 Bm$mbtc 0 K 

A) rffil?LT, 8-^aa-7-v7y-5-xf;l/ 
-t'J K C2. 3-bD b"^^>-6 (5H) -*><D 
*£,1I5 OOmg («* 1 5 0-1 5 3t) *f#fc. 
50 [0 14 0] »6tlfcttaRClPy^t K7^>4ffil» 




(41) ftffl¥6- 1 00 56 1 

79 80 

[0141] ffe.n/db^S^©^ ( 'H-NM -N MR SOll* (mp. °C) ) £SI SSKC^T. 
RRC/Mi^ Up, -C) ) £S8S(CsrT. [0 14 3] 

[0142] [a27] 
8-8 0] HSfetf!j7 7 iH«(CLr. ##&BJ* 

SB 8 * 



-N — N 

0X NH > 

I 

R 1 



No 


R 


R 


H — NMR (£> p pin 


m p 








1. 1 9 (3H, t, J = 7. 0) . 4. 18 










(3H. s) . 4. 3 2 C2H. q. J =7. 0) 


2 1 3 


77 


C 2 H 5 


CH 3 


5. 66 (2H. b r 5) , 8. 53 (1 H, d. 


— 




J=2. 5) , 8. 64 C1H. d. J=2. 5) 


2 1 5 








(DMSO-d fi ) 










1.19 (3H, t. J = 7. 1) 










1. 38 (3H. t. J = 7. 2) 










4. 3 3 C2H. q. J = 7. 1) 


172 


78 


C 2 H S 


C 2 H 5 


4. 65 C2H. q. J=7. 2) 






5. 67 (2H> brs). 8. 5 4 (1H, d. 


I 7 4 








J -2. 5) . 8. 64 (1H, d. J =2. 5) 










CDMSO-d c ) 

0 










0. 9 1 (3H. t. J =7. 4) . 1. 3 8 










(3H, t, J=7. 2) . 1. 56-1. 70 










(2H. m) . 4. 2 4 (2H. q. J - 


1 5 6 


79 


n-C } Hj 


C 2 H 5 


7. 4) , 4. 65 (2H, q. J -7. 2) 






5. 67 (2H. brs), 8. 54 (1H, 


I 5 8 








d. J =2. 3) , 8. 6 4 C1H, d, J = 










2. 3) CCDC^ 3 ) 










1. 00 (3 H, t, 3=7. 3> . 1. 65- 










1.7 8 (2H, rn) , 4. 3 0 C3 H„ s) , 










4. 3 7 (2H, t, J-7. 6) , 4. 8 6 


1 9 3 


80 


n-Cj H 7 


CH 3 


(2H. brs). 8. 39 (lH r d, J = 






2. 3) . 8. 4 8 (1H. d, J = 2. 3) 


1 9 5 








CCDCtf 3 ] 





[0144] 

[SBSSW8 1] 3- (N-J?)lAJ\,*^)lT$ s) - 
5-7^^?xy (3, 2-c) CI. 8)^^^ 

4 (5H) -*><DWtm 



7$ > 1 2 0mg^^DP^^>3 Om 1 CC?g*>U 
50 ffiu/co Elt»^****tt:ffi«f. C(DiB$iK«WEia 



(42) 4$H¥6- 1 00 56 1 

81 82 

«U «U0fc«S*»IRUr. XBtlfJ*s-frvm *NMRRtfllL£ (rap. °C) ) t*0jSCC^r. 

JXttfrLT. BBWt^W©ISa2 0 0 nig *f»fc. [0147] 

[0 145] fttnWt^ftSWfttt ( 1 H -NM [«feP(9 0-9 6] ^JSCTl 4iB)«CCL/r, *»W 

R&CflftjS <mp. "C) ) **9*K:*T. ffc£«J*»«Ofc. »6tifc{t^»a^*<Dtttt ( l H 

[0 14 6] -NMRRDWA (mp. °C) ) **9«fc*cr. 

[SB»W8 2-8 9] ±EI«K:i,T. *»»{fc [0148] 

6ft*«»L/c. »6ftfcft£tt&tf*©»tt ( *H- * [«2 8] 

^ 9 * 




No 



-A = 



H-NMR (5) ppm 



m p 



61 



-S-CH- 



Cfl 



0 

II 

-S-CH 3 
0 



3. 20 (3H. s) 

7. 3 3-7. 60 (7H. m) 

8. 40-8. 50 (2H. m) 

9. 61 (1H. brs) 

[DMSO-d c ] 



3 0 0 



82 



Cfl 3 



CB 3 



CH 



0 
I! 

-C-CH 3 



1.01 (3H. t. J =7. 6) 
1.7 6 (2H. m) , 2. 2 8 
(3H. s) . 2. 6 6 (3H, 
s) . 4. 28 <3H, s) 
4. 47 (2H. t. J=7. 6) 

7. 1 3 (1H. d. J =8. 2) 

8. 20 (1H. d. J=8. 2) 

9. 30 (1H, brs) 

CCDC 1 3 ) 



1 9 1 

m 



83 



CH, 



-N-N= 



CH 



0 
II 

-C-CH 



1. 33 (3H. t. J=7. 0) 

2. 2 9 (3H, s) . 2. 6 7 
(3 H, s) . 4. 2 8 (3H, 
s) . 4. 59 (2H, q. J = 
7. 0) . 7. 1 4 (1H. d, 

J =7. 9) . 8. 20 (1H, 
d. J =7. 9) . 9. 2 9 
(1 H, brs) [CDC 1 3 ) 



253 
2 5 5 



[0 149] 



[*2 9 ] 




(43) #pg¥6- 1 00 56 1 

83 84 
* 9 & (otJ§) 



No 


R J 


R 2 


- A- 


Y 


R 5 




J H-NMR (<J) p pm 


m p 
















2 23(3H s ) 4 q r 


















(3H. s), 7. IB (IH. 






1 




CH, 
1 3 








dd. J=4. 7. 7. 9) 






A 






0 
II 

-C-CH 3 




7. 23-7. 35 (2H. m) 


2 6 1 


84 


CI 


H 


-N-M- 


CH 


H 


7. 4 5-7. 57 (2H. m) 

8. 39 (IH. d. J = 7. 9) 

8. 49 (IH. d. J-4. 7) 

9. 15 (IH, b r e) 

CCDC 1 3 ] 


— 
2 6 J 
















1 02(3 H. t. J —7 4) 


















1. 6 5-1. 8 3 (2H, m) 










1 3 








2. 3 1 (3H. s) , 4. 4 0 












0 
II 

-C-CB3 




(2H, t. J = 7. 6) 


1 90 


85 


Q-C1B7 


H 


-N-H= 


N 


H 


4. 48 (3H, s) , 8. 49 
(IH, d, J = 2. 3) 

8. 57 (IH. d. J=2. 3) 

9. 14 (IH, b r s) 

CCDC 1 3 ] 


- 

192 
















1.33 (3H. t. J =7. 2> 


















2. 32 (3H, s) . 4. 4 8 










CHi 
1 ' 








(3H. s) . 4. 54 (2H, 












0 
II 

~C-CHj 




q. J = 7. 2) . 8. 5 0 


2 54 


86 


C 2 B 5 


H 


-N-N= 


N 


H 


(IH. d, J=2. 4) 

8. 58 (IH. d. J=2. 4) 

9. 1 3 (IH, b r b) 

[CDC I j ) 


2 5 6 
















1. 11 (3H, t. J-7. 4) 


















3. 6 1 (2H, q, J =7. 4) 














0 




7. 3-7. 4 (3H, m) 


276 


87 


6 


H 


-5-CH= 


CH 


II 

-C-C 2 H 5 


H 


7. 4-7, 6 (3H, m) 

8. 1 1 (IH, s) , 8. 4- 
8. 5 (2H, m) . 10. 5 3 
(IH. s) (DMS0-d 6 ) 


279 
3MW 



[0150] 



W3 0] 




(44) - 1 0 0 5 6 1 

85 86 
S 9 S (o^*) 



No 




D z 

R 


-A = 


Y 


«5 

r 


V 


' H - NMR (£) ppm 


m p 


88 


6 


B 


-S-CH= 


CH 


0 

II 

-C-CR3 


a 


2. 1 3 (3H. 3 ) 

7. 35 -7. 5 6 (6H, m> 

8. 0 8 (IH, s) 

8. 4 3-8. 4 7 (2 H. m) 
10. 4 7 (IH, s) 

(DMSO-dg ] 


284 
2 6 6 

am 


89 




8 


0 
II 

CH3C-OCH3 


CH 


0 
11 

-c-ch 3 


R 


0. 9 2 (3H. t. J = 7. 4) 

1. 5-1. 8 (2H, m) 

2. 06 (3H, s) . 3. 7 6 
(3H. s) , 4, 2 3 (3H, 
s) . 4. 3 9 (2H. t. J = 
7. 6), 7. 37 (IH, dd, 
J=7. 2. 4. 7), 8. 61 
(IH. dd. J=4. 7. 

1. 4), 8. 70 (IH. d. 
J =7. 2) . 9. 6 2 (1 H. 
brs) CDMSO-d 6 ) 


2 4 1 

2 4 3 


90 


6 

CI 


H 


CH3 


CH 


0 
11 

-c-ch 3 


CH 3 


2. 0 2 (3H. s) . 3. 3 4 
(3H, s) . 4. 4 0 (3H. 
s) . 7. 1 9 (1 H. d d, 
J =4. 5. 8. 4) . 7. 2 1 
-7. 35 (2H, m) . 

7. 45-7. 5 6 (2H. m) 

8. 42 (IH, d. J=8. 4) 
8. 50 (IH. d. J=4. 5) 

CCDC 1 3 ] 


1 97 
1 9 S 


91 


6 

CI 


H 


CR 3 


CH 


0 
11 

-C-CHj 


5 


2. 09 (3H. s) . 4. 3 1 
(3H. s) , 5. 14 (2H, 

3) . 7. 13-7. 6 0 
(1 OH. m) , 8. 35 
(IH. d. J-8. 0) 

8. 46 (IH. d, J=4. 7) 
(CDC I ) 


1 9 3 

195 



[0151] 



{^3 1 ] 




(45) W6- 1 00 56 1 

87 88 
9 9 £ (or*£) 



No 


R 1 




-A- 


Y 


R> 


R 6 


'h~NMR (S) ppm 


m p 
















0. 88 (3H. t, J =7. 4) 


















1. 8 2. 0 (IH, m) 


















2. 0-2. 2(1 H, m) 














0 
II 

-C-C 2 H 5 




3. 08 <3H, m) . 7. 2- 


288 


92 


u 


H 


-S-CH= 


CH 


CHj 


7. 5 (3H. m) , 7. 5- 

7. 7 (3H, m), 7, 98 
(1 H, b) , 8. 4 2 (2H. 
dd, J-4. 7, 1. 7) 

8. 49 (2H. dd. J = 
7. 6. 1. 7) 

(DMSO-dg ) 


— 

no 
















1.13 (3H, t, J -7. 2) 


















3. 3 2 (1H, Id. J = 






1 












1 1. 0. 7. 1) . 4. 2 3 






A 








0 




(IH. t d. J = l 1. 0. 


272 


93 


U 

V 


H 


-S-CH= 


CH 


II 

-C-CH, 
♦ 


L a 


7. 1) . 7. 2-7. 3 (4H, 
m) . 7. 4-7. 6 (3H, m) 

8. 18 (IH, dd, J = 
7. 8. 1. 8) . 8. 4 7 

(IH. dd. J=4. 8. 
1. 8) CCDC i 3 ) 


— 
274 
















1.9 5 (3H, s) . 4. 08 
















j 


(IH. d, J-4. 8) 


















5. 7 2 (IH, d. J =4. 8) 














0 




6. 8 7 (IH, s) . 7. 2- 


2 3 0 


94 


6 


R 


-S-CH= 


CH 


II 

-C-CB 3 


<5 


7. 4 (8H, m) . 7. 4- 
7. 7 (3H, m) . 8. 14 
(IH, dd f J = 7. 9. 
1. 7), 8. 47 (IH, d d, 
J-4. 8. 1. 7) 

(CDC I 3 ) 


2 3 2 



[0152] 



40 [^3 2 ] 




(46) -}$H¥6- 1 00 56 1 

89 90 

$ 9 K (oo'iO 



No 




9 

R 


-A = 


Y 


q 

R 


c 

R 


i 

H - NMR (5) ppm 


m p 
















3. 0 2 (3 H. s) , 3. 2 3 






A 








0 




(3H, s) . 7 3 1 — 


6 6 1 


95 




H 


-S-CB= 


CH 


II 

-S-CHi 
II * 
0 




7. 60 (6H, m) , 8. 4 1 
(IH. d. J=4. 2) 

8. 47 (IH. d. J=7. 7) 

(DMSO-d 6 ) 


223 
















1. 91 (3H, s) , 3. 2 6 


















(3H. s) . 7. 2-7. 4 














0 
II 

-C-CHj 




(4H. m) , 7. 5-7. 6 


300 


96 


6 


H 


-S-CH= 


CH 


CHg 


(3H. m) . 8. 19 (IH. 
dd. J = 7. 9. 1. 7) 
8. 47 (IH. dd. J = 
4. 7. 1. 7) 

(CDC 1 3 ) 


301 



[0153] 

[|H*fe#l9 7] 2-y*;L>-5- (n-7'af« -2 
H-t5VP C4. 3-cD CI. 8 ) ±^^V^>- 
4 (5H) 

DMF10 0mlWc6 0%*f<tth»J^Al, 3 2 



9 1 - jt 5 - ( n - y'X2 bVU) ~lH-t7 
!/a C4, 3 - c) ( 1 . 8 J 4 (5 

H> C*56W3 8iRI— {b^«!D <D6 0 0mg£ 

[0 15 4] WStlAift^MStf-eotttt ( 1 H-NM 
RRWB£ (mp, 'C) ) ^1 0*tc^r. 
[0155] 

[^56019 8-1 0 2] Htte«9 7<E:RiacCL-C, 

30 mtett*H&Lfc. »6nyfc<t^»a^*<D«itt ( 1 

H-NMRRWBjS (mp, 'O ) «Bi 0*«C^VT. 
[0 15 6] 
[*3 3] 



91 



(47) 

f 10 I 



mmw-e- 100561 

92 



N— N 




I 



No 



H-NMR (<5) ppm 



m p 



97 



'- C 3 H 7 



0. 92 (3H. t. J=7. 4) 

1. 6 2-1. 7 0 (2H. m) 

4. 1 1 (3H. s) . 4. 36 C2H. t. 

J=7. 5) . 7. 32 (1H. dd, J = 

7. 6. 4. 9) . 8. 4 4 (1 H. d. 

J — 7. 6> . 8. 60 (1H. d. J = 

4. 9). 8. 64 (1H. s) 

CDMSO-d e ) 
□ 



1 9 5 
I 9 6 



98 



B " C 3 H 7 




0. 92 (3H. t. 3=7. 2) 

1. 62-1. 70 (2H. rn> . 4. 33- 
4.3 9 (2H. m) . 5. 6 1 (2H, s) 

7. 2 8-7. 4 0 (6H. m> 

8. 4 2 (1H. d. J-7. 6) 
8. 6 0 (1H. d. J =4. 7) 



8. 8 6 (1H, s) 



CDMSO - d c ) 
b 



I 7 2 
173 



99 



CH, 



-CM 



4. 17 <3H, s) , 7. 17-7. 58 
(5H. m) , 8. 2 3 (1H, s) 
8. 39 (1H. d. J=4. 7) 
8. 49 (1H. d. J=7. 6) 

CCDC g ) 



2 6 5 
I 6 I 



100 





5. 53 (2H. s) . 7. 15-7. 5 3 
(1 OH, m) , 8. 2 0 (1H, s) 
8. 3 8 (1H, d. J=4. 9) 
8. 5 2 (1H. d, J =7. 9) 

CCDC^ 3 ) 



2 4 9 
2 5 1 



[0157] 



[*34] 



Rn 



101 



93 




102 



C 3 H 7 



(48) 

m 10 & 



»ra¥6- 1 00 56 1 
94 



S H 5 



CH 2 CF 3 



H-NMR (<5) ppm 



1.6 5 (3H, t, J = 7. 3) 
4. 43 (2H, q. J = 7. 3) 

7. 16-7. 55 (5H. m) 

8. 26 (1H, s) 

8. 39 (1H. d. J=4. 6) 
8. 51 <1H, d. J=7. 7) 



CCDC & l ] 



0. 99 (3H, t, J=7. 4) 

1. 69-1. 77 (2H. m). 4. 40 
-4. 46 (2H. m) . 5. 53 (2H, 
q. J-8. 8) . 7. 4 3 (1H, dd, 
J =7. 7. 4. 6) , 8. 5 3 (1 H. 

d. J = 7. 7) . 8. 70 (1H. d, 
J=4. 6) . 8. 89 (1H. s) 

(DMSO-d 6 J 



m p 



20 S 
I 0 T 



2 0 S 
2 09 



[0158] 

1 03] 3 -T5 y- 5 - (4-t + 
x—JU) - 1 -ji&ji,- i H -f 5*/P C4, 3 - c) 

C 1 , 8) ^7 *U>?>- 4 (5H) -^>OUJi 
HJteCT3 1 -C|#6n/c<t^l . 3&^^PP^^> 
3 0ml«C«*U ^CCC 1 NHMi^^PP^^ 
>^ffil 3ml^SSr»D^ 4B»n^jffiftLfc 0 5 

Sit, ^KM*3R^h«;^A*«»*»litrpH*0 
[0 15 9] »6ftfcft^fttf*C!>«tt ( 1 H - NM 

Rjacfla* (mp, -c) ) ^jgi m^-r 0 

[0160] 

[^tt«l 0 4-10 7] §lSfe{ftJl 0 3<L|^«CCUr. 



( , H-NMRSCflttML (nip, 'O ) *«f 1 HBcift 

■r. 

[0161] 

[HJfeWl 0 8 ] 3 - (N-^>^Jl/7^) - 1 
m-b - ( 3 -^PP7x^[/) - 1 H-L77P 
(4, 3 - c) ( 1 , 8) J-y?-*)V>-4 (5H) - 
30 *>©KS 

16iK«ecLr, SfB{t£1»*»fc. ?#*>*l/c{t^B3 
RO^cOtttt ( 'H-NMRacUfcS (mp. -C) ) * 
01 lSfiC**?. 

[0162] 

[*3 5] 



1 * 



95 




1 00 56 1 

96 



No 



103 



OH 



104 



OH 



105 



R 



-NH 



H 



H 



-A = 



CH 3 
I 

-N-N = 



CH 3 

I 



CH 3 

I 

-N-N = 



H-NMR (<*) ppm 



4. 2 0 (3H. s) 

6. 93 (2H. d. J-8. 4) 

7. 06 (2H, d, J -8. 4) 
7. 38 (1H, dd. J=4. 9. 
7. 4) . 8. 44 (1H. d. 
J=4. 9) . 8. 61 (1H. 

d, J -7. 4) , 9. 6 8 

(1H. br s) CDMSO-d c ) 

o 



4. 44 (3H. s) . 6. 7 0 
(1H. d. J =8. 4) , 6. 7 3 
(1H, s) . 6. 9 5 (1H, d, 

J = 8. 4) , 7. 28 (1H. dd, 

J-4. 5. 7. 9) . 7. 3 6 
(1H. dd. J=8. 4. 8. 4) 

7. 45 (1H, s) . 8. 19 
(1H. s) , 8. 4 3-8. 5 1 



(2H. ra) 



CCDC 3 ] 



4. 44 (3H, s) , 6 
(2H, d, J=8. 6> 
(2H, d, J=8. 6) 
(1H. dd. J=4. 9 

7. 49 (1H, s) , 8 
(1H. s) . 8. 44- 



8 



9 9 

7. 0 3 
7. 2 8 
7. 9) 
1 8 
. 49 



(2H. m> 



(CDC* 3 ) 



m p 



320 



11 h 
1 1 1 



320 



[0163] 



[*3 6 ] 



97 



(50) 

ft 1 1 X (o-**) 



-100561 



98 



No 



OH 



106 



107 



C£ 



OH 



108 



H 



H 




-A = 



CH 3 
I 

— N— N 



CH 3 
I 

-N-N = 



CH 3 
t 

-N~N = 



H-NMR (5) p pm 



4. 41 (3H. s) 

6. 8 8 7. 3 1 (4 H. m) 

7. 36 (1H, dd, J =4. 8. 

8. 0) . 8. 1 9 (1 H. s) 
8. 42 C1H, d. J=4. 8) 

8. 66 (1H, d. J=8. 0) 

9. 43 (1H, s) 

(DMSO-d e ) 



4. 43 C3H. s) , 7. 0 1 

(1H. d. J-8. 6) . 7. 14 

(1H. d. J = 8. 6) . 7. 21 

(1H. s) . 7. 28 (1H, dd, 

J=4. 6. 7. 9) . 8. 22 

(1H. s) . 8. 4 3 (1H. d, 

J=7. 9) . 8. 4 9 C1H. d. 

J=4. 6) . 9. 08 C1H. s) 



4. 20 (3H. s) 

4. 55 C2H. d. J=5. 9) 

5. 72 (1H. U J-5. 9) 

7. 19-7. 53 (10H. m) 

8. 29 (1H. d. J=7. 9) 
8. 42 (1H. d. J=5. 0) 

CCDC S ) 



rn p 



291 

2 9 3 



1 8 9 



2 3 5 
1 3 I 



[0164] 

immil 09] 5 - (3 -#Jltf**sy - 1 

-^f;l/-lH-t7'/a (4, 3-c} CI, 8)^ 
7^U^>-4 (5H) -*>OS«i 

4tm^>tltcit^g9l . 0 g£y 0 
m 1 KSjfcU ig*MS£2 0 m 1 fcJJIlitT— RjURSttL 

P. °C) ) 4ft l 2*«C*r. 
[0 165] 

C^&SWl 10] 5 - (3 ->T>>> 



7x-;l/) -l-y^-lH-t'^^D (4, 3 - 
c3 Ci. 8) t7^«;^>-4 (5H) 
HifeWll 0 9rf#£ftfcfbS«J5 0 0mgmb>2 
5mI«Cjg3&»U ^HDT-fe h- h UJl/1 3 OmgM 

40 /c 0 f#^n/cfb^B5R^0^14 ( 'H-NMRROTB 
A (mp, a C) ) 4ft 1 2*tC5*-r a 
[0 16 6] 
[^3 7] 



mi¥6- 10 0 5 6 1 
100 



No 


i 

R 


' 0 

R 


« 

H-NMR (5) ppm 


m p 








4. 4 3 (3H. s) . 7. 4 1 










(IH. dd. J=4. 7. 7. 9) 










7. 60 (IH. d. J=8. 0) 






6 




7. 67 (IH. dd. J-7. 7. 8. 0) 


320 


109 




C H 








^COOH 


(IH. d, J=7. 7) . 8. 22 
(IH, s) , 8. 42 (IH. d. J = 

4. 7) . 8. 7 1 (IH. d. J=7. 9) 

1 3. 1 0 (IH. b r s) 

(DMSO-dg ) 


PAk 








4. 4 6 (3H t s) , 5. 0 2 (2H, s) 










7. 33 CIH. d ri, J=4. 8. 7. 9) 










7. 58 (IH, d. 1=7. 9) 










7. 7 1 (IH, dd. J =7. 9. 7. 9) 


255 


110 




CH 3 


7. 98 (IH, s) , 8. 17 (IH, d. 






o 


J=7. 9) . 8. 20 (IH. e) 


257 




CH, 
CN 




8. 42 (IH. d, J=4. 8) 








8. 51 (IH. d. J=7. 9) 





(SI) 



99 



SS 12 5 
N— N 

II 




I 

R 1 



[0167] 

immtl 1 1-1 12] 3 - 1 Ka^>-5-7x^ 
Jb-fx/ (3, 2-c) (1, 8 ) ^:7* U^>-4 

(5H) -*>M3-^h + ^-5-7x-;l/-^x 
^ (3, 2-c3 CI, 8 ] -4 (5H) 

mmm9 evnhtitdt&ms o omg*^^^-;u2 40 

0 m 1 «C**U jgffilS 10ml *»Ar-WJ0«a» 
P^^?> : ffim**fr = 10:1) -C«»Lr, 5te<Dffl 



[0168] »6tifcSfb^»2S!LCf*9«!tt ( 1 H - N 
MRSOTBWS (idp, *C) ) 1 3^0c^-T o 
[0 16 9] 

[HJHWl 13] 3 -T-fe h*^-5 -:7*xA,-*x 
-/ C3. 2-cD CI, 8} ^ 4 (5H) 

xttM i i i r»&*i«fc'6«j loomg *wmm 1 

OmlWH, HftWR^l/fc. EB«d«4«E 

Mffilt, «82jb^®!8 0mfir*#fc B f#6nfc&{b 
£*»atf*<D»tt ( 'H-NMRROM (mp, 
•C) ) 4Jfll 3SHC7jxT. 

[0170] 

[3138 ] 



(52) 



101 



1 00 56 1 

102 




No 



111 



-OH 



112 



-OCH 



113 



O 
II 

OCCH 



3 



H-NMR (5) p pro 



6. 50 (1H, s) . 7. 24 (1H, 
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4 1 (2H. t. J =7. 4) . 7. 3 1 (1H, d 
d, J = 7. 7, 4, 8), 7. 51 (1H, d, J = 
2. 2), 7. 94 ( 1 H, d. 3=2. 2). 8. 4 
6 (1H, dd. J =7. 7, 1. 8) . 8. 59(1 
H, dd, J = 4. 7, 1, 8), 12. 7 (1H, b 
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